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AROMATIC AMIDE DERIVATIVE 



Abstract: 

Abstract of J P1 11 71 848 

PROBLEM TO BE SOLVED: To obtain the subject new compound having 
Acetyl-CoA Carboxylase (hereafter, referred to as ACC) inhibitory activity, and 
useful for the treatment of viseral adiposis syndrome as a risk factor of geriatric 
diseases such as myocardial infarction, cerebral infarction and diabetes. 
SOLUTION: This new compound is an aromatic amide derivative of formula I 
(R<1> and R<2> are each H, a 1-1 2C alkyl, aromatic hydrocarbon 
qroup, aromatic heterocyclic group or the like; R<3> is H, a substituted 
amino, 1-1 2C alkyl, 2-1 2C alkenyl or the like; Y is CH=CH, N=CH, or the like; 
R<4> is an acidic functional group; ring A is an aromatic hydrocarbon group, 
aromatic heterocyclic group or cyclic alkyl), exj. 
2-[2-(3-trifluoromethylphenylamino)benzamido]benzoic acid. The amide 
derivative of formula I is obtained, for example, by condensation reaction 
between an amino compound of formula II and a carboxylic acid compound of 
formula III in the presence of a condensation agent and a base in an inert 
solvent. Data supplied from the esp@cenet database - Worldwide 
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5F) «Mt; 2- (2. 6-^*7xX^757^.y 
7C75 F) 5-t Fo^v-2- (2-7x 

:^7 5 7 - 4 - 7 x -;l/Xf-)KyX7 5 K ) 3c,6 
5-^^-2- (2-7xX;l-757-4-7 
i-;Hfx;KyX7S F ) 3c,fi.#iS : 5-Xo*- 



2 - ( 2 - 7 x x/P7 5 7 - 4 - 7 x z;Hfz.iKy 
X75F) SJMHft: 5-^F*y-2- (2-7xX 
;U7 5 7 - 4 - 7 x x ;Uxf-x;l^y X7 5 F ) 
18; 5-757-2- ( 2-7xx;l/757-4-7x 
x/UX*xA-<yX75 F) 5-*/MrX> 
-2- ( 2-7xX^75 7-4-7xX/Wxf-x;^ 
yX75F)£&#®; 3- (2-7x-;PT57-4 
-7iX;Pxf-;K>'X7; F) Wx>'-2-* 

[002 5] 5-.*^A— 2- (2-7.t.-;I/7S J- 
4 5 K) SAStt ; 5-7'p 
*-2- ( 2-7xX/t/757-4-<yy';l/^->^ 
VX75K 5->F^^-2- (2-7x 
xa-7 5 7-1 -<y i/;^*^yX7 5 F ) 
i$ ; 5-757-2- ( 2-7xX/U7S7-4-"<.y 
x>^y<.yX75 F) £A?fRK; 5-;<A#TF- 
2 - (2-7 x.xA-7 57-4 -^yy^Jf^yX 
75 F) 3- (2-7xX;L-757-4-'< 

vi/jvit* i/OX7 5 F ) f-^7 x y- 2 -#A<*y 

BS2- [4- (1-*7*XA-) -2-7x-;P757 
^yX7 5 F ] ; 2 [4 (l ^yf-x 

A-) - 2 - 7 x -)\>7 5 7^yX7 5 F ] 3c,g.#& ; 2 
-[4- (3, 3- ! JX*)V7"*y-l-- -2- 
7 xXA-7 5 7<y7C7 5 F ] SJEAM : 2 - [ 2 -X 
^757-4- (3, 3-y'7^;U7'^y-l-^ 
AO ^yX75F3 ?:MMm; 2- [4- (3-y?n 
^^AXoA'y- 1 -A >V) -2-7xX;U757^ 
yX7 5 F ] ftHftt ; 2 - [ 2 5 7-4- 

(3, 3-y'^^x^y-i--f;u)'<.yX75F: 

[0026] 2- [2 -7^71/7 5 7-4- (2-7A* 
7 iJA-) Xfx;K>X7S F] ; 2 - [ 2 - 

7xX/l/7S7-5- ( 2-tf'J y*;L-) Xf-x;KyX 
T5F]3cA#»: 2- [2-7xX;l-757-5- 

( 2 -fx-^J x-fx/KyX75 F J SJftflM : 2 

- [2-Xf-;U757-5- ( 3-* h*i<-7a^>- 
1 -4 IV) <yX7$. F] 2o!.#B$ ; 2 [2 
757-5- (3, 3-yl)^y70A7-l-^( 
A>) ^yX7 5 F ] £&mt ; 2 - [ 2 - 7'f-/P7 5 7 
-5 - ( 4 -x h D7 x -;H Xf x;KyX7 S F ; 

2- [2-Xf-/t/757-5- (4-hK^f 
y7i-JH xf-x;KyX75 FJ SJMHR; 2- 
[2-Xf-;U757-5- (4-y777xX;W) xf- 
-/K7X7 5 F ] : 2 [2 X*A7 5 7 

-5- <4-T577x-/lO xf--;KyX75FI 

[0027] 4-<y^7l<;**y-2-7xXA'7S7 

— N — ( 2-^-7rt-< Wi-iH K : 
2-Xf-;P757-4-7xX;PXf-x/U-N- (2- 
7./U7 •'f A-7 xx;l/) / <.yX75 F ; 2 - (2-C 
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/i>7r : e^^7x-./i/) ^yxrs f ; 2-7'^/i/rs 

7-4- (3, -N- 
(2-.^7r : t''f^7x-^) <>*X7$F ; 4 - 
(3, -2-7x-/l^ 

5 F ; N - [ 2 - (2~7x-^7^-4-7x^ 
xf-r.;^yX75 F) V xZjVMVfc—lV] 7-fe F7 
5 K ; N- [2- (2-7x^7^-4-7x^/1, 

SF ; N- [2- (2-7x^T57-4-7x^ 

xf^KyXT 5 F ) 7 x tv</l/7 
5F ; 2-y*^-N- [2- (2-7x-^7Jy- 

4 -7 i-^xf^yxrs F ) 7x-;px^*- 
/H 7nA>rS F ; N- [2— (2-^/^75/- 
4-7x-/l/Xfx;KyX75K) 7 x z/a'P*- 
H-] T-fehTSK; N- [2- ( 2 -7^71/7$ 7 -4 
-7x^xf-;KyX7iF) 7x^/W- 
;H ^t>75 F 

[0028]N-[2- [2-y^U7S7-4- 

(3,3 ^)W9 y i A iv ) ^yxr s f : 

7iX/w;^x;H 7-febTS F ; N- [2 - [ 2- 
7f7U7Sy-4- (3. 3-xy^n^y-i --4 

^yX7S F] 7x«;l7j^^H hV<;l/7 5 
F ; N - [2- [4~ (3, 

A)V) -2-7x-;l^7S./^yX7S F] 7x-^X 
;U*x/U] T-fehTSK: N- [2 - [4- (1-*? 
^-/U) - 2-7x^7^/<>'X7^M 7x-/U 
X;U*x^] T-fe F75 F ; N— [2- [2-7^7 

5 7 - 4 - ( 1 -^7^-/1/ ) O X7 5 F 1 7 x 
X/^tfx/l.] 7-feh75H: N- [2- ( 2-7x^/1/ 
7i/-4-7x z/^xf-;K>'X7 5 F ) 7x-^ 
X)Vft-)V] 7-fehTSF : N- [2- [4- (3,3 

- y - 1 -x - A- ) - 2 - 7 x ~)V7 5 7 
<VX7 $ F J 7 x x/PX^*x;U J 7* F 7 S F ; N 

- [2 - [2 -7^7$ 7-4- (I-*?*-*') 
\yX7 = F] 7x^/kx;U*~;U] 7-fe F75 F ; N 

- [2 - [ (2-**fl0 TahVU^^/l'*-^ 
/P7 7^/l/] 7x-;P] -2-7x^^757-4- 
7x-/^XfX/KyX7S F : N - [ 2 - [ ( 2 , 2 

^h*l>tjll>#-l\>A)l>7 7^ AO 7x 
x;H - 2-7x-^7$7-4-7x-;Vxf-;K 
7X7 5 F ; N- [2 - (7i^«y^^.X 
;U7r : t-f^) 7xX/l/] 2 7xX;l/7^/ 4 
7zX;^xfx;KyX75 F ; N- [ 2 - Cv*^ 
^^*^?Kx:/Px;W7r^^;W) 7xx;H -2-7 
x ~)VT 5 7 - 4 - 7 x ^/iafx;KyX7 5 F ; 2 
-7W^"N- [ [ N — 
^^^^^X/^r^^/l-] 7x~/U] -4-7 
xx;^xfx;V\yX7S F ; 2-7>;U7S/-N- 



[2 - (7xX;k^v^;^K-;l'X^7r^e^;lO 7' 
xX;U] -4-7 x^^XfayK>'X7 5 F ; 

[0029]N-[2-(y f-)VT S 7^;P/t:xyUX;U 
77-^^W 7x-/P] -2-7x-^7x7-4-7 
x z;|/Xf-;KyX7S F ; N- [2- [ (2-** 
/10 7°o^;U7Sy*;^^x.;U7,^7T : t-f /H 7i- 
;K - 2 - 7 x x;^7 S 7 - 4 - 7 x x;i/Xf x;Ky 
X7SF ; N- [2- (7a-;1/75 Jii)Vi£-}\>7.)V 
77t^W 7xX/U] -2-7x^757-4 -7 
.T.x;Ufx/KyX7JN' ; N- [2- (7*;U7 5 
7A;M^;^;l/7r^</^) 7i^] -2-7x^ 
/l/7 5 7 - 4 - 7 x x/l/Xfx;K>'X7 5 F ; N- 

[2 - (i/?n^S/;| / 7S7^;l/^->'kX;l,'7r ; &^ 
AO 7xX/l/] -2-7xX.;P757-4-7x~;UX 
f-x/l^yX7S F ; N — [ 2 — [ ( 
#A'#^i'XA'7T ; E>fA0 7x-A0 »2-7x-^ 
75 7-4-7 xX/lxfXiKyx'7 a F ; N- [2 

- [ U-^/I/t^s^V) tfA'd?— /I^A^r^ 
A". 7xX;UJ -2-7xX;U7S7-4-7xX>UX 
fx;KyX7SK : 

[0030] *3»5£#&7 5 KDNVfttt, ft 4 

,iJi\ F>Jx^;l/7Syfi. tf'JxyiS, trmjyt^ 
X*y-;UT5>1t MJX*y-A/T5y«* N, N 

- f/'7 f7P7 5 7 Xf7l/7 5 >&t* ) . fc&UiSS 

tt7 a y » t «wtw s i fc a*r * 4 o 
[0031] tt&tottmr s hsmmwi. ^J^irn 

[0032] 
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(II) (III) 



R 4 Y-^r 

( A y ! T ^ 

— 0 

Rl R2 

t00 3 3]^4>, R 1 ■ R 2 . R 3 , R 4 . Y#£V 

&mr $ nmm&mmzii. Bwt-r&a (no 

te&totz*tJ&tl& ( T I ) T*2tl&T$/tt£1* 

( I I I ) TSj*3ft*jfr^jK>^*»fcMtt 
-f £.1 fc (cJ; OHJftT* «! fc AT* § . 
[00 34] *ffi^raCI±^^JOlFttT(wfiro 1 1 # 

SKI -xfvu- 3 - ( 3 - f-^7 s y rn 
HfcSE, HMt-frif'i 5/V-/k 2-;oo-l- 

[0035] fc* * ( I I I ) X'mZflhfilVX 

*\ 2 fctdffl-i {f p - h >\sX- vxiv-fc u y b\ ? 
d u^i?xf-/k tv \'o A frfaV KlfteJ: 0 RJCvStt 

7 5 7 fl5**t 5 .1 1 iz X 9 o H 'c t T* 
2>. 

[0036] sfc fc4:«S&RCl±. *iStt£S«. WtH 

MiK-ft**: j^n'-o-^y, ^^n^-t>^)|Jft 
i/^n^^y, ^'?n;l/X^y, h'J^onx 
?y, 7DD*;l A#WNnyy-f^L*S; 7-feh- 
1- 'J/k TntjJ-xh y;l^<oxh y/M© ; BffllxfTl' 
^eoxx^HS; N, N-^f-;u*;^7Sh\ ->'y 

[ 0 0 3 7 ] $ 3|E(t#R|«4«Sco^ffTtff 0 
A. 7kSHb& 'J "7 hM<K7)Vi] y^«7K5R^«J : *8Kfc; 

-j-h y -7 a, ^-(t* y *7±^<»T)Vi] y^is/KK-ft 



a) >7«% ; h y y >7a 

K, 71- 'J Wlh^fyK, #y*7A.* h^v-F, #U 
>7 AX )- * y K , * 'J "7 A^=y h * >• H3FW7;P* 'J 

AKT/m*^]*: hyy^7$>\ h-yx^7S 

y. N, N->MVTDhVU-N-xf-;U7Sy^b 
'J 7/1^7 5 V ; f >J y'y . y^ f-^7 5 / tT <J x 

y. if a y y s wy^ey ^y-lt^ii^oJ: Sfc 

[00383 i<W8^W»^RjSti*Jtfl.iC ( I I ) O 

rsy-fk^tutsc din m^t^yi^-ea-en 

fc. Riii^'SrWCRJiWBliS***** (II) 
£<otflc (III) Wft^ft^WSWHciO-lRCIBfe 

$ n.^rv .. «ar o r.^i > tm\?& ®&<nM&mg.<?> 

4. iffl^'IO(£fflaii> R«S*4s': (Il)fc 
itf ( I I I ) Ofcattfctf 1-1 0fSSMD$ 

[0039] -7f, KlBOfil^KJElcJ: 0 »^ftfcHBE 
HS* ( I ) T/T<S*l&9f*ttTS F^WcCfe^T. 
Si^SR 4 ^y;;U1'yffiX7.r;WT'$>l.^(c(i, iM* 
(7)xxT^3n7K^»R)S, OTitr^^y-/P, x^y- 
/K ro^v-;l/^7A-3-A^j§iC4". *KfL7h 
y -7A*ff 8L *IWb* 'J *>J**ffl&0>7il'ti y to 

«raa-«w ( i ) -cssns^wftrs 

C*J^T. amSR 1 * ! 7v/I'^*y7S h'ST'&l) 
ft^lWi. MifcfiJid»&W6T1»^*ifc« ( 1 ) 
S*lS^*»675K»W*<0{BftSR 4 *^^*y75 

[0040] xl£ t Cil <c.ORJEt- Baffl^-^^ii: i 
IfcfcJ: *) aWtt&HfjffiHKS ( I ) -C*$^§^# 
M75 HSIII#:2rfl&ih* s r^. fCatJEtTRiSSI 

[004 1 ] *3MB«IWE -fit* ( I > T'^$ix^^# 

5-3 0 m g £ 1 ~3 mi^-ttmmt. 
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'jmniftez& ~> xm t'&i . mitx. swwwrtc 

( T ) O-fk-^S: r>T>. ?y-h-'k ?LSS^^JR 
fl$FJ ; ^zK^j^fvHi^n-x^MJ^A, t Kn 

o. «sn. ar-fc/ww. mm. mm. bu-nmi 

[0042] 4fc*jwn<oB»±. 1 1 

t**. z^mmm. mm. m%m\*#m%m 

&miu om-t&zttfx'Zi. 

[004 3] 

[0044] ##^1J1 : 2- [2- (3-h'J7.'^n 

[004 5] 
Hfc4] 

0- ^rw 



[0046] 2- (3-hU7yl/*n^f'/P7x-;Ur 
^ J ) £,&#fi8 1- 5 g ( 5 . 33minol) COM^ 
y^fymm ( 2 0m 1 ) taHKf**^2. Oml, 

T^*L. ^^i^y^yi 0ml C»|f S^ifS 
ETiWW:*SLfc. JBW*S»Bxf-;n 5 m 1 fcjSS 
PL. iiltrJk^TftB^y^Al. 30 g (10. 6 
7mmol), 2-T5y^&SSSxf-/l/0. 7 8ml 
(5. 3 3 mm o 1 ) C0?Jc ( 1 5 m 1 ) N SHBxf* 
(10ml) (©R^MfcjBTFU 3^4B5fffl»¥L 
fc. *«H'*fl«L, *a^ffi»x^T*aiLfe. * 
«§«£7jk. tt*rtHa*-?liH<fca»L, *l*B»v^*S/ 
^ATWaftft, »«S«EETi6iBLfe. Sffl^iW 
^;l/*7JU^DVh/97^-"C*#SiL. «iE*fc£ft 
1. 82 g (TOO. 1%) Srffcfc. 
[0 04 7] NMR (CDC 1 3 ) : 1- 4 3 (3 
H, t, J = 7Hz) , 4. 42 (2H, q. J = 7H 
z ) , 6. 9 8 ( 1 H , ddd, J = 8 H z , 6Hz, 
2Hz) , 7. 14 (1H, t, J = 8Hz) , 7. 1 
9 7.26 (III, m) , 7. 34 7. 44 (4 
H. m) , 7. 47 ( 1 H, s > , 7. 60 { 1H, d 
t, J = 8Hz, 1Hz) , 7. 84 ( 1H, d, J = 
8Hz) , 8. 1K1H, dd. J-8Hz, 1H 
z) , 8. 79 ( 1H, d, J = 8Hz) ,9.76 
( 1 H, s ) , 12. 00 ( 1 H, s ) 
[0048] StKffll : 2 - [2 - ( 3 - MJ 7/l/tfD 

x x;i^r s y ) ^yxr < h ] 

[0049] 
[ft5 3 



<y%0 2 C 
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C 2 H 5 0 2 C 



[oo5o] mmivwmitz2- [2- o-m> 

jgXf-^0. 66g (1. 54mmol ) 
JgJK ( 1 5m 1 ) tlN-*iMI:^hU^*««I5 
m 1 £fln;u 2«KaillSgaBSUfc. ail4-C«fflL. x 

fc. 1 N-HBL ttfd^*TI«ft^L 

0. 44g (JR*7 1. 6%) Srttfco 
[0051] NMR (CDC 1 3 ) 8 : 6. 96 (1 
H, ddd, J = 8Hz, 6Hz, 2Hz), 7. 15 
-7. 29 ( 2 H , m ) , 7. 35-7. 45(4H, 
m) ,7.48(lH,s), 7. 68 (1H, dt, 
J=8Hz. 1Hz), 7 




79 < 1H, d, J=8H 
J = 8Hz ) , 8. 83 
9. 70 ( 1H, s) , 1 



z) , 8. 1 9 ( 1H, d 
( 1H, d, J = 8Hz) 
1. 73 <1H. s) 

1K(^, cm" 1 , KBr ) :3500-2600, 1 
708, 1 652, 1 6 1 2, 1 582, 1456, 1 
336, 1 2 1 0, 1 1 1 2, 752, 740 
MS (m/z, %):400(M + ,50),382 
(6) , 263(1 00), 264 (48) 
Bt£: 18 9-1 9 2'C 

[00 5 2] ##W2 : 2 - [2 - (2. 3-x**JU 
7x-;UT£y) <yX7a K] 3f,feS»x?^ 
[00 5 3] 

lite] 



[0054] 2- (2, 3-^^7x1/^^) 
3?&#&2 • 0 g ( 8 . 2 9mrn o 1 ) C0#|7j<^>-fe> 
ii(20ml ) Kttft^*^2. OmlJ, N- 

^f-/w?^7£Ka«itiitti. 2*ffliiuaawu 

U S» 10ml fcJfflffU WSaSBETJS 

*s^e*Lfc. nmmm^+jvi om 1 KSjj?u 

K^R*U^A2. 1 g (17. 41mmo 
I). 2«TS./SA#»X^H. 2m 1 (8. 29 
mm o 1 ) <D* ( 1 5 m 1 K BHSXf-/^ (10ml) 

5MIU *«tl«x^TaiffiLfc. HPS:*, $ 

;n7b/77^t«L, «Efc£»l. 3g W 
$40. 4%) fcftfc. 

[0 05 5] NMR (CDC 1 8 ) d : 1. 4 4 (3 
H, t, J=7Hz) , 2. 22 (3H, s ) , 2. 3 
3 (3H, s), 4. 4 3 (2H, q, J=7Hz) . 
6. 81 ( III, dt , J = 7IIz, UIz) , 6. 8 
8 ( 1H, d, J = 8Hz), 6. 98 ( 1H, d, J 
= 7 Hz > , 7. 04-7. 30 (4H. m) . 7. 5 
9(1H, dt, J = 8Hz, 1Hz), 7. 82(1 
H, dd, J=8Hz, 1Hz) , 8. 11 (1H, d 
d, J = 8Hz, 1Hz). 8. 83 (1H, d, J = 
8Hz) , 9. 48 ( 1H, s) , 11. 96 (1H, 
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s) 

[0056] §?MM2 : 2- [2- (2, 
7 x - IVT S./) s\>XTZ F] 
[0057] 
Hfc7] 




[00 58] *#W2?lBtLfc2- L2- (2, 3- 
f-/U7 x -;PT 5 / ) ^ yXT 5 F ] £&#S5xf- 
/U0. 6 1 g ( 1 . 84mmo 1 ) <?>;>< j?y-/l4§?8 
(15ml) fclN-rtKfc-f h'J^Al 5m 1 £J0 

mmmsrwrnitz. jssus-x 
-T)\s-^*?>x-mm&i-. ssni&too. 34s 

(«*6 0. 2%) 

[0059] NMR(CDClj ) 8:2. 22 (3 
H. s) . 2. 33 (3H. s) . 6. 79 (1H, 
t, J-8Hz), 6. 89 (1H, d, J-8H 
z) . 6. 99(1H, d, J=7Hz) , 7. 09 

(1H, t, ,I = 8H?,) , 7. 13-7. 22 (2 
H. m) , 7. 23-7. 31 (1H, m> . 7. 67 

( 1H, dt, J=8Hz, 1Hz) , 7. 76(1 
H, d, J = 7Hz) , 8. 19 < 1H, dd, J=8 
Hz, 1 1 1 z > , 8. 87 ( III, d, J = 8IIz ) , 
9. 43 (1H, si , 11. 09 (1H, s) 
lR(u, cm" 1 , KB r ) :3380, 3500-2 
400, 1696, 1 646, 1 582, 1294, 1 
254, 1 2 1 2, 754, 650 
MS (m/z, %) : 360 (M* , 58) . 342 

(8) , 223 (1 00) , 224 (43) 
1 0 7-1 0 8*C 

[00 603 ##piJ3 : 2- ( 2-7*-A-7$ 
XT 5 F> fctMfcx** 

[00 6 1] 

[-0:8] 




[0062] 2-7x-/WTSy^&Sli'0. 50g 
(2. 3 4 mm o 1 ) <n$&jr,<y >T&Wl (10ml) 
CS-rt;-?-*-^ 1 . 0ml. N, N->'^-7-^*;UAT 

Lfe. ra*O-t>10m l ti&fKU SSiSffiT 
S«t«*Lfc. Wf**B«x^H 0 m l (zffff 
U I^atJftTlttK^U^AO. 6 5g (4. 6 9m 
mo 1 ) *Jj:Df2-7S-/KJR#Mxf'^0. 34m 1 
( 2 . 2 5 mm o 1 ) tf>* ( 1 5 rn 1 ) , |HRXf-/U 

domi) (vmsmmzmi. sa-ci swhiw 

Lfc. IN -ML ®ftJ0*Ig*5£7 

1- y ^ ATlSSflL »tt£«ffT9* Uc . 77P 
*5A^o-rh^57 4-Tfiffltt. 3 
6g (JR¥4 2. 2%) *»fc. 
[006 3 3 NMR (CDC 1 3 ) 5 : 1 . 43 (3 
H, t, J=7Hz), 4. 42 (2H, q, J = 7H 
z), 6. 88(1H, dt , J = 7Hz, 1Hz). 
7. 03 ( 1H, t, J = 7Hz) , 7. 1 2 (1H, 
t, J-7Hz), 7. 20-7. 43(6H, m). 
7. 59 (1H, dt, J=8Hz, 1Hz), 7. 8 
1 (1H, d, J = 8Hz) . 8. 10 (1H, dd, 
J = 8Hz, 1Hz) , 8. 80 (1H, d, J = 8H 
z) , 9. 63 ( 1H. s ) , 1 1. 94 (1H, s) 
[0064 3 HJSPH3 : 2- (2-7i-/l'7S^y 

xt 5. f) 

[00653 
[ft9] 
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[00 GO] mm3X'$mitz2- <2-7xX*7 
= /KyXT 5 H ) &,t#&xf-/P 0 . 1 4 g ( 0 . 3 
3 7 mm o 1 ) 0>*9 J-)VmL£. 1 Nrtttft* h U *? 
Al 5m 1 *»ni... 2B*ITOlffiBieLfc. 
MflET9-£U x— f/Wta^Lfc. *lt*^TS<S 
»Sr«TLi8ttfcLfcfSft, IHSxf-jl^HttiiSLfc. 

■eiattt. mzw&rmLK. mmm*?^ 

L . MHtett 0 . 1 0 g ( IR* 7 

4.2%) £f»fc. 

[006 7] NMR (DMSO-d 6 ) S : 6. 9 1- 
7. 04 (2H. m), 7. 15-7. 2 6 (.3 H , 
m) . 7. 26-7. 37 (3H, m) , 7. 42 (1 
H. dt, J = 8Hz, 1Hz) , 7. 65 (1H, d 
t. J=8Hz, 1Hz), 7. 78 ( 1H. d, J = 
7Hz), 8. 03(1H, dd, J = 8Hz, 1H 
z) , 9. 30 (1H, s) .12.01 (1H. s) 
IR{k, cm" 1 , KB r ) :3372. 3400-2 
700, 1 696, 1 646. 1584, 1 504, 1 
452, 1210, 750 

MS (m/z, %) : 33 2 ( M' , 5 8) . 3 14 
(5) , 195 ( 100) , 223 (14) . 1 96 
(50), 167(30) 

-HA: 2 3 9-2 4 0-C 
[ 0 0 6 8 ] XltM4 : 5--bn-2- (2~7x^ 

ivr 5 /-^vxr s h > 

[00 6 9] 




[0070] 2 - 7 xX/Wr S y$Jt«K0 . 5 0 g 
( 2 . 3 4 mm o 1 ) eMfc^V-WWi (10ml) 
fcS-fc-^tfx^O. 2 0ml (3. 5 lmmo 1 ) Srin 
2«#ISMatiSHf L. jSEET«K*e*Ufc. B% 
mtyHkttJ+V>m®. (10ml) £tW£T2-7S7 
-5-xhng,g^K4 2 7mg (2. 3 4mmo 1 ) 
iBj;VMix^-;UT$>0. 65ml (4. 68mmo 
1 ) <7)i&it*^V>mW. (10 0ml) fcfflTFU Sffl 
T18B*BHWfL?t. tfHWSr*. 1N-M, &f0£ 

-TUBS L . flffl&f t£Bl 3 0 0 rn g ( JR* 3 4 % ) 

fc.' 

[007 1 ] NMR (CDC 1 3 ) 5 : 6 . 95-7. 
01 (2H, m) , 7. 17 (2H, d, J=7H 
z) . 7. 28-7. 34 (3H, m) , 7. 45 ( 1 
H, ddd, J = 7Hz, 7Hz, 1Hz) , 7. 79 

(1H, d, J = 7Hz), 8. 49 (1H, dd, J 
= 7 Hz, 2Hz), 7. 76 (1H, d. J=7H 
z) , 8. 76 ( 1H. d, J-2Hz) , 8. 86 

(1H. dd, J=7Hz, 2Hz) .9.20(1 
H, br-s), 1 2. 4 1 ( 1 H. b r-s ) 
lR(v, cm" 1 , KBr) : 1 70 6, 1646. 1 
598, 1 574, 1 556, 1498, 1450, 1 
346, 1 286, 1 254 

EI MS (m/z, %) : 377 <M* , 48) , 3 
47(11), 197(10), 196(78). 10 
8 (8) 

US: 2 3 2~2 3 3*C 

[0072] mmm5 : 2-7xX/l/TS7-N- (2 
-X)V7 7^)V7 KVX7X Y 
[0073] 
Htl 11 



(13) 
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(JR^7 0%) S:»fc. 

[0075] NMR (CDC1 3 )d:4. 89(2 
H, hr-S) , 6. 86 (1H, d d d , J = 6H 
z, 6Hz, 1Hz) , 7. 06 ( 1H P ddd, J = 



7. 21-7. 30(7 
dd, J = 6Hz, 6H 
J = 6Hz) ,7.97 

8. 40 (1H. d. J- 
9.87(1 



[00 743 2-7x^T5/3cASKl« (4- 6 
mrno 1 ) «JS* / <>'-tf>1f» ( 1 0m 1 ) fcjfrffcf-:* 
"/I/O . 2 6m 1 (G. 9 mrno 1 ) SrSD^. 2P*RBS 

^yiMdOm 1 ) £*#T2-TS^;Hr>X/l/ 
^VTS K808mg (4. 6 mm o 1 ) £)t 0 >J Ifvm 
i(lOml) C8STU SiST'l 8B*l»WfU ffift 



6Hz, 6Hz, 1 H z > , 
H, m) , 7. 63 ( 1H, 
z) , 7. 67 ( 1H, d, 
( 1 H, d, J — 6 H z ) , 
6Hz), 9. 49(1H, br-S) 
H, br-s) 

I R ( v , cm 1 ,KBr) : 1 6 4 4 , 1580, 1 
516, 1506, 1472, 1414, 1332, 1 
290, 1 2 58, 1 2 22, 1 1 68, 1 1 56 
E I —MS (m/z, %) : 367 <M* , 5 2) , 2 
36 (1 7) , 1 96 (65) , 195 (1 00) , 1 
67 (37 ) 

■A: 126-1 27 6 C 

[0076] XME0I6 : N- [2- (4-O^/M-* 
y-2-7i >'-^7 5 JO XT 5 K) <>-tfV^;U 

7*-;H oXTi K 

[0077] 
[ftl2l 




[0078] mmm5x*mmu24 

2-7x-;UT5y-N- ( 2-X/l/7r^^7x^ 
/U) ^OXTa K300mg (0. 82mmol) , 4 
-MJ^^a^f-z^yV-Y/^oU KO. 2 4ml 
(1. 64mmol) joiI/W; , J T )A340mg 
(2. 4mmo 1 ) ^Jc-S^t*^ 1 : lJgfS ( 1 0 
m i ) * 1 8B*BWWUfc. *«£9*U «9ft£* 

mMk. JH***ET**Lfc. yW^M7A^n 
7h/57^--rtll!U «IM^fc2 0 0mK (iR* 
4 5%) fettfc. 

[00 7 9]NMK(C1)C1 3 ) : 6. 9 2(1 
H, ddd, J = 7Hz, 7Hz, 1Hz), 7. 00 
(1H, ddd, J = 7 H z , 7Hz, 1 H z ) , 7. 



1 7 (211, d, J = 7IIz 
( 5H, m) . 7. 64-7 

95 (1H, dd, J = 7H 

8. 1 0 ( 3H, m) . 8. 

z) , 9. 40 ( 1H, br 

H, br-s) 

IR (u, cm -1 ," K B r ) 

644,1 580, 1 5 18 

3 2 4, 1 288 

E I -MS (m/z. %) : 

88 (6) , 1 97(7), 
(100), 17 3(9), 

[0080] mmni : 2- 

- 7 x -A-7 S SO XT S 



) , 7. 29 7.4 5 
. 70 <3H, m) , 7. 
z, 1Hz) , 7. 96- 
23 (1 H, d, J = 7H 
-S) , 10. 65(1 

: 1 696, 1 662, 1 
, 1474. 1452, 1 

539 <M + . 25) , 2 
1 96 ( 57), 1 9 5 
16 9 (8) 

(4-\yy/Wy-2 
F) 3c ASS 



(14) 
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[0081] 
Utl 3] 




[0 0 82] 2-7x-;ur$y-4—<y>-';^^x 

0 0m g ( 0 . 3 1 mm o 1 ) iOis-fLX*^ 

y.tiomi) %mzmmm%T. isft^-^o. 
04mi (o. 5 0mmo i ) ^mi^iAx-mmmn 

l Ora 1 Otfjft. ifl**»Th 'Jx**7 S >0 . 
2ml ( 1 . 3 0mmo 1 ) . 2 -75 y£&#®0 . 
04g (0. 3 lmmo 1 ) <^\t^VV (10m 

i ) satan. sari sisshjbpu:. 1 n-s 




[0086] 2-7x-;PTSy-4-7x-/PXf-- 
/l^ft#K2 0 0 m g ( 0 . 6 4 mm o 1 ) tftfS-fcXf- 
Uy(lOml) SfflfcSJRSSflWlT. fcilLf-tfx/P 
0. 15ml (1. 90mmo 1 ) itaL SiBT'lWf 

f-uyiOmicafJBU. iixSr*^Th-Uxf-^7S 
yO. 36ml (2. 55ramol), 2-7S/$& 
#8£0. 09s (0. 64mmo 1 ) (nWkJ^VV 
(10ml) SiSCSSTU M?ST1 8B#pafiBf Lfc. 

i N-tt»srani. ifKxf-^T-rttbLJt. -mm* 

tt»£S*rM<$«I^U *S*ffil&7 h 'J 7AT& 



757 < -x-mm immt-sm 3 s m g mm2 1 . i 

%) 

[0 083] NMR (CDC1 3 )£:5. 04(2 
H, s), 6. 49 (1H. dd. J = 9Hz, 2H 
z) , 6. 86 ( 1H, d, J = 2Hz) ,7.05 

(1H, t. J-7Hz) . 7. 1 1-7. 18 (3 
H, m) , 7. 25-7. 42 (7H, m) , 7. 64 

( 1 H , ri t. , J = 8 H z . 1 H z ) , 7 . 7 3 (1 
H, d, J = 9. 0Hz) .8. 15 (1H, dd, J 
= 8Hz, 1Hz), 8. 81 (1H, d, J=8H 
z) , 9. 93 (1H, s) , 11. 64 (1H, s) 

IRU, cr'.KBr) : 3500-2500, 1 
682, 1 652, 1 580, 1 524, 1452. 1 
254, 752 

R T-MS (m/z, %) : 438 ( M* , 20) , 4 
20 (43), 302 (11), 301 (16), 21 
1 ( 9 ) , 9 1 ( 1 0 0 ) 
2 0 3-2 04'C 
[0 084] %mH8 : 2 (2 7xXrt/7S7 4 
- 7 x ^^xf-x;^>-X7 5 K ) 
[00853 
Ut\4] 



COOH 




ffttJIU «eflrfrf»3 7mg (JR*1 3. 4%) £ft 

[0 0 87] NMR (DM SO- d 6 ) 5:7. 06 
(1H, t, J=7Hz) , 7. 1K1H, dd, J 
= 8IIz, lllz) , 7. 1 9 7. 27 (311, 
m) , 7. 32-7. 46<6H, m). 7. 54- 

7. 60 (2H, m) , 7. 65 (1H, dt, J=8 
Hz. 1Hz) , 7. 82 ( 1 H . d, J = 8 H z ) , 

8. 03 (1H, dd, J=8Hz, 1 H z ) , 8. 5 
7 ( 1H, d, J = 8Hz) , 9. 36 (1H, s) . 
12. 0 8 < 1 H , s ) 



(15) 



1-1 71848 



lR(v, cur 1 , KB r ) :3324, 3400-2 
300. 1682, 1 650, 1 582, 1 556, 1 
4 16, 1 266, 756 

E I -MS (m/z. %) : 432 (M* , 23) , 4 
14(100). 295(55), 188(65), 1 
87 (58) 




Rt£: 2 2 0-2 2 3'C 

[ 0 0 8 8 ] ##l?!4 : 2- U -7i-/Hf-/L'- 
2- (3-M/7/^n^^7.T-^75y) 

[0089] 
[ftl5] 

C00C 2 H 5 



[0090] 4-7x-;kXf-^U-2- (3-HJ7 
**D7x^7 5 / ) Zo&#B82 5 0 m g ( 0 . 6 6 
mrno 1 > &M*^> (10ml ) iZ&fc+X 

-;H . 0ml. N, N-x^f/^ATS ^$($5: 

2B5fa«j§^L^. m&t-cnmk. «w*>s 
A:^^*»ttT«*bfc. «e»*^v4f>i om 

0. 1 8g ( 1. 3 1 mrno 1 ) % 

XfvkO. 1ml (0. 6 6 mrno 1 ) (Ofr ( 1 5m 

i ) -BHsxf-;p domi) oate&iftfcfirFU 2 

iST 2 0 B$iaSBf Lfc . *tM£#«U *Jl£frt$x 
^•CftfflLfc. #8SUI£*. IK -fag?, «S*&K* 

mi- h >j mm £s* ut. ^ y # 

5A?o-?h^77-( -TUS! L . tllB-ft^J 0.10 
g (W29. 4%) MWs. 
[009 1] NMR (DMSO d 6 ) 1. 4 4 
(3H. t, J = 7Hz), 4. 4 3 (2H. q, J = 
7Hz), 7. 10 (1H, dd, J = 8Hz, 1H 
z), 7. 15(1H, ddd. J=8Hz, 7Hz. 
1Hz), 7. 27-7. 30 (1H, m) . 7. 33 
-7. 37 (3H, m), 7. 42-7. 54 (6H, 
m), 7. 61 (1H, ddd. J = 8Hz. 7Hz, 
lllz) , 7. 81 (III. d. J = 8Ilz) , 8. 1 
2 (1H, dd. J = 8Hz, 1Hz) , 8. 78 (1 
H. dd, J=8Hz, 1Hz), 9. 8 3 ( 1 H , 
s), 12. 05 (1H, s ) 
[0092] mmm9 : 2- [4-7x :=:^xf-:i»p- 
2- ( 3-NU7/^D^f-;U7i-;U7Sy) ^>X 
7SH] 3BB.W 



[0093] 
[ftl6] 



C2HgOOC 




[0 094]##«4?MSU:2- [4-7x-^x 
f-x^-2- ( 3 - HJ 7/M-oy. f-;L-7 x 5 
/) ALyX7$H] £-&#B?X^U OOmg (0. 1 
5 mrno 1 ) OX^y-zP (10ml) jgjgfc 1N-tK 
I£ft7 h U 7i.7kSjR 10ml £ In* . 2 I*f5nil!*il& 
Ufc. x?y-4/£$ET®*U KSttSaHSiWcT 

*«u Pisx^rtttatfc. «iu^. ma&w> 

«ETS*U:. «Sft*7-th~bU>i'K: - ClltSft& 
tflfV «SBfl:6tt7 5mg (W77. 6%) Sr^fc. 
[0095]NMR(DMSO-d 6 ) : 7. 17- 
7. 28(3H,m), 7. 38-7. 54 (7H, 
m), 7. 54-7. 65 (3H, m) , 7. 82(1 



(16) 



ttRWl 1- 1 7 1 84 8 



H, d, J~8Hz) , 8. 01 ( 1H, dd, J~8 
Hz, 1Hz) . 8. 55 ( 1H, d,J = 8Hz). 
9. 2 8 ( 1 H. s) , 1 2. 06 ( 1 H, s) 
IR(>/, cm-i, KB r ) :3304. 3500-2 
400, 1654, 1 608, 1 538, 14 1 8, 1 
334, 12 56. 1226, 1128, 754 
El -MS (m/z, %) : 4 84 (M* . 12) , 4 
83 (34), 482 (1 00) , 464 (1 2), 3 
63 ( 1 2), 256 (27) .2 1 3 ( 1 3) 
m. - 2 2 8-2 3 0-C 

[0096] ##{?J5 : 2- ( 2-<y^TS y<y 

X'TS K> £,@.#&X*/U 



[0097] 
[€17] 




[0098] 2-7 S J^yXT 5 KKASttx**' 
1. 5g(5. 28mmo I ) CON, N — jaX ^-)VitVV 
ATS FS» (20ml) (cBfflW'J^AO. 7 6 g 
( 5 . 5 4 mm o 1 ) teilf^yy^/D ~ H 0 . 6 m 
1 (5. 5 4 mm o 1 ) SrflnL S^HSHKffU 

% (JRS&4 9. 0%) fcfcfc. 

[0099]NMR(CDC1 3 ) 8 : 1. 43 (3 
H, t, J = 7Hz), 4. 41 (2H, q, J = 7H 
z) , 4. 46 (211, d, J = 6IIz) ,6.67 

(1H. d, J = 8Hz). 6. 92(1H, dt, J 
= 7Hz, 1Hz), 7. 10 (1H, dt, J = 7H 
z, 1Hz), 7. 22-7. 4 1 (6H, m) , 7. 
57 (1H, dt, J=8Hz, 1Hz), 7. 78 

( 1H, dd, J=8Hz, 1 Hz ) , 8- 09(1 
H, dd, J = 8Hz, 1Hz), 8. 30-8. 43 

(III. m) , 8. 78 ( 1 II. dd. J = 8IIz, 1 
Hz) , 11. 88 (1H, s) 

[oioo] mmm 1 0 : 2 - ( 2 -^y^TS. SK 
yXTS K) %.&mt 

[0101] 

Hfcl 8] 




[0102] mm 5 x-mmiK 2 - < 2 -<y-jn-7 

5 y^yXTS F ) $J|.#ltx^;U4 0 Om g ( 1 . 0 
7 mm o 1 ) X?y-/14M (15ml)tl N-*K 

fci*Y y>A*afiRi 5m 1 fciui, 3D*Rgjp»jiBSL 
fc. x?/-;u£ffiFF®*U a&Ri£»tti!rc:Tlg 

?lf U h >J AT**!*, SfflKSrS 

i\ ^ia-ft;-g*!l2 7 3mg (J0UP7 3. 7%) 
[0 1 033 NMR (CDC 1 8 ) 5 : 4. 47(2 
II, s) , 6. 66 6. 72 (211, m) . 7. 14 
(1H. dt, J=8Hz. 1Hz), 7. 22-7. 
41 ( 7 H , m), 7 . 64 < 1 H, dt. J=8H 
z, 1Hz). 7. 73 (1H, dd, J-8Hz, 1 
Hz) , 8. 16 (1H, dd, J = 8Hz. 1H 
?.) , 8 . 8 1 ( 1 H , dri, J = 8 H 7. , 1 H z ) . 
11. 6 3 ( 1 H , s ) 

IR (u, cr'.KBr) :3404, 3500-2 
800, 1 698, 1 644, 1 6 1 0, 1 5 1 6, 1 
452. 1 362. 1 2 1 2. 7 56 
E I -MS (m/z, %) : 3 4 6 (M* . 80) , 3 
28(19), 210(79), 2 09(80), 18 
1 (80) , 180 (90) , 9 1 ( 100) 
UL£: 1 7 5-1 7 6-C 

[0 1 04] ##016 : 2- ( 2- t J<y i J)V7kJ< 

[0 105] 
Hbl9] 



(17) WBffll-17 1848 




[0106] 2 - r 5 SKyXT S H&&#itxf-/P 
1. 5g (5. 28mmo I ) (OK, N-y/fM^ 

Y®m. (20ml) » D^Al . 5 2 s 
(11. 0 8mm o 1 ) feilKyi'il'/a SKI. 3 
ml (11. 08mmo 1 ) Srjni. MjBTl 8lffiSHX 

W7A^D7f/77^ -TUMI L . Ifffiit-a-W 1 • 

0 8mg (JR5&4 4. 0%) 
[0107] NMR(CDCI 3 ) £ : 1. 33(3 
H, t , .1 = 7 H z ) , 4. 28(2H, q, J = 7 H 
z) , 4. 29 (4H, s) , 6. 87 ( 1H, dd, 
J=8Hz, 1Hz), 7. 06(1H, dt, J=8 
Hz, 1Hz) , 7. 1 1-1. 21 ( 1 1H, m) , 
7. 58 (1H, dd, J = 8Hz, 1Hz), 7. 7 
4 (1H, dd, J — 8 H z , 1Hz) . 8. 07 (1 
H, dd, J=8Hz, 1Hz), 8. 8 2 ( 1 H , d 
d, J=8Hz. 1Hz) , 11. 88 ( 1H, s) 

[oi os] mnmi 1 : 2- (2-^0^7$.; 
<yX75K) 

[0109] 
[ fl:2 0 ] 




[0110] #*H 6 T«f Lfc 2 - ( 2 - i/«y x/l/' 
7 S y<yXT5 K ) K*aiXf-/W7 5 0 m g ( 1 . 
6 lmmo 1 ) x^y-^jgjR (10ml) fclN-* 
Bfc-J- h 'J 10ml £fln;L , 3 B$|5Gh&3Bffl 

Uc„ x*,/-/i**EETS*U «Stt*««SfC 
IMttL»»xf-;i'?ttaiLfc. IMWHS 

ttSffW ^ieft-&tl5 9 0mg (1R^8 4. 0%) £ 

[01113 NMR (CDC 1 3 ) 8 : 4. 27(4 
H, s), 6. 86 (1H, dd, J=8Hz, 1H 
z), 7. 07 ( 1H, dt, J=8Hz, 1Hz), 
7. 11-7. 22 ( 1 OH, m) , 7. 63 (1H. 
ddd, J-8Hz. 7Hz, 1Hz). 7. 80 (1 
H, dd, J=8Hz, 1Hz), 8. 06 (1H, d 
ri. J = 8 H z , 1Hz ), 8. 8 0 (1H, dd, .] 
= 8Hz, 1Hz) , 11. 08 ( 1H, s ) 
IRU, cm" 1 , K B r ) :3500-2700, 1 
718, 1 636, 1 506, 1452, 1 288, 1 
180, 1 164, 762, 698 
E I -MS (m/z, %) : 4 3 6 (M* , 1 ) , 43 
5(4), 346(24), 345(86), 327 

(18), 209(37), 208(100), 91 

(80) 

K£: 14 7-14 8*0 

[0112] %%M7 : 2- (^W^OXTJ 

K) 3cA#Kxf-^ 

[01133 

[ft2l3 



(IS) 



Wl 1-17 184 8 





r 0 1 14] 2-7$ ;<yX7 5 F'£,£#i£xf-/l' 
1. Og (3. 5 2mmol)(ON, N-^f,W 

ats mm ( i om i ) 5g 

(3. 7 Ommo 1 ) fcit/S-M^yO. 3ml 
(3. 7 0mmo 1 ) Ztinl. Si&"C 1 6 ^HSfflK* L 

7A?n7h/77 i -THMK L . flKHfcStt 3 10m 
g (JR*2 9. 5%) 

[0115]NMR(CDC1 3 ) 8 : 1. 42 (3 
H, t. , J - 7 H 7. ) , 2. 91 (3H, d, J - 5 H 

k^JJ 0 HN-CH 3 

[0.1 18] #»W7T«6Lfc2- 
J^yXT $ h* ) S.&#Kxf-/l-9 5mg ( 0 . 3 2m 
mollis (6ml ) tlN -*8Jfc* h 

•J^A*«}R6Tn 1 Srjn*.. 1 BSHMtfBSSLfc. x? 

fc£*8 0mg (IR*9 3. 1%) Srftfc. 
[0119]NMK(CDC1 3 ) d? : 2. 83(3 
H, s), 6. 67(1H, dt, J = 8Hz, 1H 
z) . 7. 18 ( 1H P dt, J = 8Hz, 1Hz) , 
7. 40 (1H, dt, J = 8Hz, 1Hz), 7. 6 
0-7. 70 (3H, m) , 8. 04 (1H, dd, J 




[0 12 2] 2-75 7^X75 Kg&S&xf^ 
1 . 0 g ( 3. 5 2mmo 1 ) (OK, N-y.XfvMvU 
ATS Ffltift ( 1 Om 1 ) KJHfe&U^JUl. Og 
(7. 04mmo 1 ) fectt^H-H^^yO. 6ml 
(7. 04mmo 1 ) £Jd£. SSITI 6^Jtf#U 



z). 4. 41 (2H, q. J = 7Hz), 6. 6 9- 

6. 74(2H,m), 7. 0 9 (1H, dt, J =8 
Hz. 1Hz), 7. 38(1H, dt. J-8Hz, 
1Hz) , 7. 57 ( 1H, dt, J=8Hz, 1H 

7. ) , 7. 7 5 ( 1H. dd, J=8Hz, 1Hz) , 
7. 82 ( 1H, s), 8. 09 (1H, dd, J =8 
Hz, 1Hz) , 8. 78 <1H, dd, J = 8Hz, 
1Hz) , 1 1. 84 ( 1H, s) 

[0 11G]XttHl2: 2- {2-*'1-)VT$;<> 

xrsH) . 

[0 117] 



[ft2 2] 




= 8Hz, 1Hz), 8. 62 ( 1H, dd, J-8H 
z, 1Hz) ,11.96 (1H. s). 13. 71 
( 1 H, b r-s ) 

1R(i/, cm-i, KRr) :3424, 3400-2 
500, 1 690, 1 642, 1 608, 1 522, 1 
452, 1 296, 1 2 14, 7 52 
E I —MS (m/z, %) : 27 0 {W , 6 0) , 2 
52 (6) , 1 34 (1 00) , 105 (1 6) . 9 1 
(30) , 77(33) 
BJLfS : 2 0 5-2 0 7'C 

[0120]##(5lJ8 : 2- (y^W5.K>X7 
i H ) ScfiSKx*^ 
[0 12 1] 
[fc2 3] 




g (JR^6 4. 6%) £f#jfc. 



[0123] NMR (CDC1 8 >*:1.39(3 
II, t , J = 7IIz) , 2. 82 (611. s) , 4. 3 
5 (2H, q. J = 7Hz), 7. 06-7. 12(2 
H. m) , 7. 1 5 ( 1H, dd. J=8Hz, 1 H 
z), 7. 4 2 ( 1 H , ddd, J = 8 H z . 7Hz, 
1 H x ) , 7. 56 (1H, dd, J=8Hz, 1H 
z) , 7. 96 ( 1H, dd, J=8Hz, 1Hz) , 
8. 02 (1H, dd, J«8Hz, 1Hz) , 8. 9 



(19) 



WBPFl 1-1 7 184 8 



3 (1H, dd, J-8Hz, 1Hz) , 12. 60 
( 1H, s) 

[01 24] m&mi 3 : 2- (2-^^75^ 
C 2 H 5 00C 




>X7z K)£JMHK 
[0125] 
[ft2 4] 



HOOC 



[0126] #*fl8?tBt U. 2 - ( 2 - iW/U7 
S y^y XT 5 K ) 3c*«|Xf^4 84mg ( 1 . 5 
5mmo 1 ) x*y-/W8» (10ml) fclN-*K 
•fL7 h V <y^WS. 1 0 m l Sriiux . 2 B^MaiStt t 

ffW. ggftb&Rg 3 3 7 m g (JR*7 6 . 5%) *f» 

[0127] NMR (CDC l 3 ) 5 : 4. 27(4 
H, s), 7. 09-7. 1 8 ( 3H, m) , 7. 44 
(III, ddd, J-8IIz. 7IIz, lllz) , 7. 

6 4 ( 1H, dt, J = 8Hz. 1Hz), 7. 99 
(1H, dd, J = 7Hz. 1Hz), 8. 10(1 
H, dd, J-SHz, 1Hz), 8. 97 (1H, d 
d, J=8Hz, 1Hz) 

T R. (v, cm-', KRr) :340Q-2400, 1 

7 1 6, 1636, 1 580, 1 5 1 2, 1450, 1 
378, 1208, 770. 758 

E I -MS (m/z, %) : 2 84 (M* , 15), 2 
70(3), 148(1 00), 147 (88) , 1 0 
5(1 6). 91 (24) . 77 ( 19) 
MA: 1 3 7-1 3 8'C 



[0 128] ##019 : 2- 
[0 129] 

C 2 H 5 0OC 



(2-tX'Jy;KyX7 




C 2 H 5 O0C 





"3 CH 3 

AT 5 mm (15ml) fc&SW 'J 5 1 0 m g 
(3. 6 9mmol)feJtt/l, 5-'Ja-t t '<>9y 
0. 3m 1 (2. 1 1 mmo 1 ) SrJo*., 6 0*Ct'2 0 

'J^'A^i^o"? -THRU flKft^ 

175mg (J|X$12. 1%) 
[0 13 1] NMR. (CDC 1 3 )<*:!. 36(3 



H, 
m) 
H, 
z) 
H, 



t, J =7H z ) . 1. 42-1. 50 (2H, 

1.56-1, 6 7 (4H, m) , 3. 03(4 
t, J = 5Hz) , 4. 32 (2H, n, J = 7H 
7.05 7. 14 (311, m) , 7. 41 (1 
ddd, J = 8Hz, 7Hz. 1Hz) , 7. 57 
ClH. dt, J = 8Hz, 1Hz), 7. 86(1 
H, dd, J-8Hz, 1Hz) . 8. 06 (1H, d 
d. J = 8Hz, 1Hz), 8. 84 (1H, d, J = 
8Hz) , 12. 29 ( 1H, s) 
[0132] HSfelfl 1 4 : 2 - ( 2 - WJ iS/VOX 
75 H) 
[0133] 

C 2 H 5 00C 




[0130] 2-75 J^VXT S Kg&S&xf-A- 5 
0 Omg ( 1 . 7 6mmo 1 ) ON, N-ix-Xf-yMvU 



[0 1 34] mM9VW£LK2 (2 h'^U^/U 
K>X7 5 H ) S,f.#Kxf-;U 75mg(0. 21mm 
o 1 ) X? ;-)l>mt& (lOral)Cl N -fcmtf V 
D^-MQfvgl Om 1 £Jn.i. 2B$mM!9MwriL/t, x 



(20) 



fiWl 1-1 71S4 8 



v\ Mi£-ft^l55 7mg (1R*7 6. 5%) v'&tz, 
[0 1 3 53 NMR. (CDC I, ) * : 1. 4 3-1. 
50 (2H, m ) , 1. 50-1. 65 (4H, m ) , 
2. 88-3. 08 (4H, m) , 7. 08-7. 20 
(3H. m), 7. 44 (1H, dt. J = 8Hz, 1 
Hz), 7. 61 (1H, dt.'J=8Hz, 1H 
z). 7. 91 (1H, dd, J-8Hz, 1Hz ) . 
8. 83 (1H, d, J = 8Hz) 
IR (i/, or', KRr) :3400-2100, 1 
676, 1 576, 1 520, 1452, 1418, 1 
270, 908. 766, 7 56 
E I -MS (m/z, %) : 324 (NT , 1 5) , 1 
88(90), 187(100), 159(36) 
Kj£: 1 9 2-1 9 3 v C 

[0 1 3 63 ##(?i|10 : 2- (2-^nn-4-7x 
x/Lx^x/KyXTS K ) ,S&#l£x^ 
[01373 

[-fb2 7 3 2-?oa-4-7x-/Ux^--/l^.§.g® 
0. 82g(3. 1 9 mm o 1 ) O^O'-fe'^IS 
(10ml) izSLtefttl 1.0ml &tfN, N =J 

j^^^T^t^. nmm^^i om 

ltofflfU <l2x£;k&TMi3;*'J'7AO. S8g 
(6. 3 9mmo 1 ) &t/2 -75 7£,ftSS?x^< 
0. 47ml (3. 1 9mmo 1 ) ( 1 5m I ) R 
tfPigxf-;!/ (5ml) c^IirifilMT U SST'3 

*«*«ETB*U; . ^ 'J * n"? 

*SftLaSEft*ftl. 08 g (JR^8 3. 8%) frft 

[01383 NMR (CDC 1 3 ) d : 1. 40 (3 
H, t, J = 7Hz) , 4. 37 (2H, q, J=7H 
z), 7. 16 ( III, ddd. J=8IIz, 8IIz, 
1Hz), 7. 35-7. 41 (3H, m), 7. 3 9 
-7. 58(3H, m), 7. 59-7. 66(3H, 
m), 8. 10 (1H, dd, J = 8Hz, 1Hz), 
8. 89 (1H, d. J = 8Hz) , 11. 62(1 
H, s ) 

[0 1 3 93 ##^J1 1:2- (2-7od-4-7x 
-/Hf-;KyX7 5 I s ) 
[01403 

[ft;2 8]*tWlOT«!JtUc (2-7DU-4-7 
i-;Hf-;KyX7S F ) &ftS»X*/H . 0 3 
g ( 2 . 5 5mm o 1 ) <F>3-9 J-)V ( 20m 1 ) 

1 1 m -yymfct v y ^.mcsjr 2 0 m 1 ztiui . 1 ^ 



x^y-^fBfefaL, . 82g (JR$8 

6.0%) 

[0 14 13 NMR (DMS0-d 6 > $ : 7. 2 6 
(1H, ddd. J = 8Hz, 8Hz, 1 H z ) , 7. 
45-7. 50 (3H, m) , 7. 59-7. 65 (2 
H, m), 7. 66-7. 72 (2H, m). 7. 77 
(1H, d, J = 8H7,), 7. 83 (1H, d, J = 
1Hz), 8. 04 (1H, dd, J = SHz, 1H 
z) . 8. 57 ( 1H, d, J = 8Hz) , 11. 67 
(1H, s) 

[0 1423 gtttRl 5 : 2- ( 2-M^TS /- 
4-7i-iHf-/KyXr; K) 
[0 14 33 

[^2 9] ##^1 0Tf8SL^2- (2-;on-4 
- 7 1 a/PXf^KvXr 5 K ) 3 0 0 m g 

( 0 . 8 0 mm o 1 ) ffy^^UjVT S / (5ral) 
fciJaWJ "7^ 1 4 0 m g (0. 96mmol)fttf5 
wt. JSWiittftlHfcilll*.. fl*+17 0*C-C3l*raiin 
IMk. 'C<vt$L. 5 y£$E 

TffiLfc. B^C1M-*IR£SD;L BWRxf-^T 

ffttS-> 'J * n 7 h ^7 7 < -TflflR L -tetl . x 
? 7 -;l/cm& LSSiEfliafc 0 . 1 2 g ( K¥ 3 3 . 
0%) fcttfc. 

[01443NMR(CDC1 3 ) S : 0. 91 (3 

H. t, J = 7Hz) , 1. 28-1. 40 (4H, 
m) . 1. 40-1. 50 (2H, m) , 1. 68- 

I. 76(2H.m), 3. 20(2H. t. J=7H 
7.) , 6. 83 (1H, rid, J = 8Hz, 1Hz ) , 

6. 89 ( 1H. d, J = l Hz ) , 7. 1 4 ( 1 H, 
ddd, J=8Hz, 8Hz, 1Hz), 7. 34- 

7. 39 (3H, m) , 7. 54-7. 60 (2H, 
m) , 7. 60 7.69 (211, m) . 8. 1 6 (1 
H. dd, J=8Hz, 1Hz). 8. 8 0 ( 1H, d 
d, J = 8Hz, 1Hz), 11. 64 (1H, s) 
IR (c, cm-'.KBr) :3344, 2932, 1 
652, 1 604, 1 532, 1 252, 762. 75 
4 

E I -MS (m/z, %) :440(m+, 100), 
422(1 9). 369 (29) . 304 (34) , 2 

3 2 (96) 

H&: 21 1-2 13'C 

[0 14 5 3 %mm\ 6 : 2- ( 2 -«*S l J)\>T 5 /- 

4 - 7 x ;jHf-;KyX7 5 H ) SMMWt 
[01463 

[^3 0 3 mmi ot:mmttz2- (2-700-4 
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- 7 x ayHf-;KyXT $ F ) 3£&§ffi2 6 0 m g 
(0. 7 Ommo 1 ) CO^y^UTSV ( 3m I ) 
iz&tmZjVV&O. 12s (0. 84mmol).&V5 
wt. %c0i-S14«^nt, l 7 O^C-CSB^BffiWBdSH* 

uta. aai'cjwjiufc. KOKKciM-aK^iiu 

BETS* L£ . SS» V 0 it yww? h 7y7<- 

x-nwt ufctt. x ? 7 - l s^sS'tk.-^-*^ 9 o m 

g (JR*2 8. 7%) 

[0147]NMR(CDCI 3 ) <5 : 4. 74(2 
H, s) , 6. 85-6. 90 (2H. m) . 7. 12 
-7. 17 (1H, m) , 7. 26-7. 30 (1H. 
m) , 7. 32-7. 4 2 (OH, m) , 7. 5 0- 
7. 55 (2H, m) , 7. 64 (1H, ddd, J = 
8Hz, 7Hz, 1Hz), 7. 71 (1H. d, J = 
8 H 7. ) , 8. 16 ( 1 H , rid, J — 8 H z , 1 H 
z), 8. 79 (1H, dd, J=8Hz, 1Hz), 
1 1. 7 1 ( 1H, s) 

IR ( u, cm" 1 , KB r ) :3240, 1682, 1 
650, 1604, 1 538, 1 266, 766, 75 
6 

EI-MSlm/z, %) : 446 (m + , 100), 
428(37), 310(84), 280(S7), 2 
21 (42), 193(69). 9 1(22) 
H6 : 2 2 6 - 2 2 8"C 

[01483 1 2 : 2 - ( 2 -.^Wot/H 

r$7&&#§! 

[0149] 

Hfc3 1] 2-?DD«|.fBl. Ok (6. 39mm 
o 1 ) 02-^f-;WTDt/UTS>' (3ml) jg&fcli 
Wl 'J *7A 1 . 0 6 g ( 7 . 1 6 mm o 1 ) &V5 w 
t. . XOSttfltfBfclini., IW+lTOXJTlBWIUWfc 
HBfLfcft, SSiYtfaPLfc. EJBSiB(ciM-«K 

fcHETWS Ufc . »ffl»Sr S'U * Wo? h 77 7 
-f-'CfSSSLrat^O. 99g()R$88. 0%) 

[01 50]NMR(CDC1 3 ) $ : 1 . 03(6 
H, d, J=7Hz! , 1. 99(1H, sept. . 
J=7Hz), 3. 04 (2H, d, J = 7Hz), 

6. 56 (1H, ddd, J=8Hz. 8Hz. 1H 
z). 6. 68(1 II, dd, J = 8IIz, lllz), 

7. 38(1H. ddd. J=8Hz, 7Hz. 1H 
z), 7. 9 8 ( 1H. dd, J = 8Hz, 1Hz) 
[015 113S*tWl7: 2- [2 - 

\Z)VT 5 7 ) ^.yXT 5 F] £JE#SS 
[0 15 2] 

[{b3 2 ] 1 2 t'SSBt Uc 2 - ( 2 -^^7'D 



tr/W) 7 5 /SfJBSR 0 . 3 0 g ( 1 . 5 5 huh o 1 ) 
Oil^y-fe'yjgvg (5ml) tig-fbf-^X^O . 5 m 
i&lfN, N-y.^f^d--M7i FJSaSSSrfln*... m# 

■it^i-^y 1 Om 1 CJ&1WU B»8ffl*TF 
yxf^TSyO. 64m 1 (4. 66mraol)M' 
2-7$7$,S#l£0. 2 1 g ( 1. 5 5mmo 1 ) 9) 

mtt^uy (lomi ymmz. mstvstu 

T18B$r 9 1»t^. RJE^KlM-lfiKSrflni. gft 
£Uc. SS!ff5^v'y*7 ! /t/^DVh/77-f--C«S 

L,fctt, x ? 7 - LAEflAft 0 . 2 3 g 

(JK*4 6. 9%) rft*:. 
[0153] NMR (CDC l s ) 5 : 1 . 06(6 
H. d, J = 7 H z ) , 2. 0 2 ( 1 H , sept, J 
-7Hz) , 3. 05 (2H, ri, ,J~7Hz) , 6. 
6 9 ( 1 H, d t , J = 8 H z , 1Hz), 6. 76 
(1H, d, J = 8Hz), 7. 16 (1H. ddd. 
J=8Hz, 8Hz. 1Hz), 7. 38(1H. dd 
d, J = 8IIz, 7IIz, lllz), 7. 67(111, 
ddd, J=8Hz. 7 Hz, 1Hz), 7. 7 2(1 
H, dd, J=8Hz. 1Hz). 8. 19 (1H, d 
d. J-8Hz, 1Hz), 8. 84 (1H, dd. J 
= 8Hz, 1Hz) . 11. 57 ( 1H, s) 
IR(i/, cr'.KBr) :2962, 1658, 1 
602, 1 576, 1 532, 1 256, 752, 73 
8 

E I —MS (m/z, %) : 3 1 2 (m+, 4 1 ) , 2 
69(61). 251 (16). 132(100). 1 
20 (30) 

1 5 9-1 6 0"C 
[0 1 54] ##0H 3 : 2-^?n^>-;l/TS7S 

mm 

[0155] 

Hfc3 3] 2-?an£,&§Bl. Og (6. 39mm 

0 i ) ^dm-/^^ (3mi) mmzm&t 

•J>7A1. 06g (7 . 1 Omrno 1 ) &£A*5wt. % 

co&Mmzm . nt* 1 7 o •ct o . 5 B*nmft 

--CflHRUSEfc^ftl. 27 g (JR*9 0. 6%) £ 

[0156] NMR {CDCI3 )$:1. 34-1. 
47 (5H, m) , 1. 60-1. 68 ( 1H. m) . 

1 . 7 4-1. 8 3 ( 2 H , in) . 1 . 98-2. 10 
(2H, m) . 3. 36-3. 46 (1H, m) . 6. 
56 (1H, ddd. J=SHz. 7Hz, 1Hz) , 
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6. 7 1 (1H, d. J-8Hz) , 7. 36 ( 1 H, 
ddd, J = 8Hz, 7Hz. 1Hz) , 7. 96 (1 

H, (id, J = 8 Hz., 1Hz) 

[0 1 5 7] 9mm 18 : 2 - [2 - ( is?rv\*>)V 
75.S) OX7 5 K ] %MMM 
[01581 

4 3 mmi3X'$mLtz2-i'-7U^is!V7 
3 /£&#§80 . 3 0 g ( 1 . 5 5 mm o 1 ) cr>m^ 
>*i>m& (10ml) tig-ftf-^-^0 . 5 m 1 Mf 

i/yiomi tisuf i . zm%m$\T. h y x^- 

,'UTiyO. 5 7ml (4. 1 lramo 1 ) 02-7 
5 /3c&#h£0 . 1 9 g ( 1 . 3 7 mm o 1 ) Ojg-ftX 
fJ/ydOml) ^C*#T?rFU aSfl 8BS 
HHftt Lfc. MmBilM-jSPK$rt)Di.. iftKx^/U 

WgmZis >J jj jrti? a-? h 7 • -r -tUg Lfcm, 
7 -^-CSiSft LMEfc^ft 0 . 3 0 g ( JR* 5 
9. 3 K 

[0159]NMR(GDC1 3 ) S : 1. 2 6- 1. 
40 (3H, m) , 1. 40-1. 52 (2H. m) . 

I. 58-1. 68 ( 1H. m) , 1. 72-1. 84 
(2H, m) , 1. 99-2. 05 (2H, m), 3. 
44-3. 54 (1H, m) , 6. 63 (1H, rid 
d, J = 8Hz, 8Hz, 1Hz) , 6. 85 ( 1 H, 
d, J=8Hz), 7. 19 (1H, ddd, J = 8H 
z, 8Hz, 1Hz), 7. 34 (1H, ddd, J = 
8Hz, 8Hz, 1Hz). 7. 67 ( 1H. dd, J 
-8Hz, 1Hz), 7. 7 4 ( 1 H, dd. J-8H 
z. 1Hz), 8. 86(1H. dd, J=8Hz, 1 
Hz), 12. 0 7 ( 1 H , s ) 

IR(y, cm" 1 , KBr) :2936, 1658, 1 

574, 1 532, 1 252, 754, 740 

EI -MS (m/z. %) : 338 (m + , 100). 

326(5), 295(22), 202(18), 20 

1(1 6). 1 58 (41) . 132 ( 1 9) , 1 20 

(19) 

M&: 2 3 0-23 2'C 

[0 1 6 0] ##^14 : 2- ( 2-? 000X7$ 

H ) £&#!Sxf-;l. 

[0161] 

[fL.3 5] 2 ?od£.E#$3. 0g (19. 2mm 

o i ) crm*<> ^ymm < 3 om 1 ) izi&itj-*-^ 

2. OmlSl^N, N-^f;^M7S K$ftffl£in 

«£PB£x^n- (2 0m 1 ) ML, >I^2r*^ K 
.sitib!? 3 g ( 3 8 . 3 mm o 1 ) R1S2 -7 

S/3c<ft#igXf-/W2. 8m 1 (19. 2mmo 1 ) cr> 



m ( 3 o m i ) strafuxf-^ (i5mi) com&mffi. 
m &PB!Xij-/u-esjtij Lit . ««Je s 

Il»5. 2 s (IR*8 9. 7%) fcfcfc. 
[0 1 6 2 3 NMR (CDCl»)ff:1.39(3 

H, t, J-7Hz) , 4. 36 (2H. J-7H 
z), 7. 16 (1H. ddd, J = 8Hz. 7Hz, 
1Hz), 7. 34-7. 43 ( 2 H , m > . 7. 45 
-7. 49 (1H, m) , 7. 6 1 ( 1H, ddd, J 
= 8Hz, 7Hz, 1Hz), 7. 66(1H, dd, 
J = 8Hz, 1Hz) , 8. 09 (1H. dd, J=8 
Hz, 1Hz), 8. 90 ( 1H. d, J = 8Hz) 1 
1 . 55 ( 1H. s) 

[0 163]##W1 5 : 2- (2-?na<yX7S 

k) 

[0 164] .... 

[{L36] (2-/DD^X7S K> S&RSSxf-^ 
5. 22g (17. 2mmol) 0)X.?;->U (5 0m 
l ) JSJSC 1 M ?miti- h 'J -7 A*SSfft 5 0 m 1 fcjfl 

Lt>. ^SWSrSKx^-A.^-9-yT'H^L, ®5lB 
fc£%4. 15g(JR*8 7. 6%) 
[0 16 5] NMR (DMSO-d 6 ) 5 : 7. 2 2 
(1H, ddd, J = 8Hz, 8Hz, 1Hz), 7. 
49 (1H. ddd. J = 7, 7Hz, 1Hz), 7. 
55 (1H, ddd, J-8Hz, 8Hz, 1Hz), 
7. 58-7. 68 ( 2H, m) , 7. 7 0 ( 1H, d 
ri, ,1 = 7, 1Hz) , 8. 0 3 (1H. rid, .7=8 
Hz, 1Hz), 8. 60 ( 1H. d, J = 8Hz), 
11. 95 (1H, s ) 

[0 1 66] Hffcl?!ll 9 : 2- ( 2-^*^7 5 >"< 
[0 167] 

[•ffc373 ##Wl 5T«itL^2- (2-700^ 
XT F ) $££84 0 Omg (1.4 5mm o 1 ) c7) 
^^7 5 y ( 6m 1 ) jMKMStV 'J >7 A 2 4 0 m 
g ( 1 . 7 4mmo 1 ) &tf5wt . %<^iS14ffl$-jD 

I. #rtf+ 1 7 0-C-C 1 . 5l»Ba«iMBPL.fctt. M?3 

«. x*y-;p?SlSflU «Mfc&*3 7 0m« (JK 

^7 5. 8%) £f$fc. 

[0 1 683 NMR (CDC 1 3 ) $ : 0. 9 0 (3 
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H, L , J-7Hz) , 1. 28-1. 50 (6H, 
m) , 1. 64-1. 74 (2H, m) , 3. 19 (2 
H , t, J=7Hz) , 6. 67 (1H, ri <i d ( J = 
8Hz, 8Hz, 1Hz), 6. 7 4 (1H, d, J = 
8Hz), 7. 14 (1H, ddd, J = 8Hz, 8H 
z, 1Hz), 7. 36 (1H, ddd, J = 8Hz, 
8Hz, 1Hz) , 7. 64 (1H, ddd, J =8 H 
z. SHz. lHz), 7. 68 (1H, dd, J-8 
Hz, 1Hz) , 8. 16 ( 1H, dd, J = 8Hz, 
1Hz) , 8. 80 (1H, dd, J = 8Hz, 1H 
z) ,1 1. 52 (1H, s) 
IR ( t/, cm" 1 , KB r ) : 29 24, 2856, 1 
698, 1646, 1612, 1 5 74, 1538, 1 
294, 1222, 756, 7 4 0 
EI-MS (m/z, %) : 34 0. (m + „ 94) , 3 
22(13), 269(75). 251 (2 6) , 2 0 
4 (3 2) , 1 32 ( 1 00) . 1 20 (30) 
tt£: 15 1-1 5 2*C 

[oi 6 9] mmm2o •. 2- 12- (2, 

^rn Krt/7 £ -/ ) 5 K ] £t#tt 

[0170] 

Mfc3 8] ##<?!ll 5"CtttLfc2- ( 
X7S H) £,ft#B£4 OOmg (1.4 5mmo 1 ) O 
2 , 2 TntVl/T 5 y (7ml) JRSCKB- 

*»JW240mg (1. 7 4mmo 1 ) M>'5wt . 
XWiSttftJPItftli. *Mf+ 1 7 0W3Wffl|jf 

^ftl70mg(W36. 3%) 

[0171] N M R (CDC 1 3 ) : 1. 06 (9 
H, m) , 2. 99 (2H, s) , 6. 64 (1H, d 
dd, J = 8 H z , 8Hz, 1Hz), 7. 13(1 
H, ddd, J = 8Hz, 8Hz, 1Hz) , 7. 34 

( III, ddd, J = 8IIz, 7IIz, lllz) , 7. 
G5(1H, ddd, J = 8Hz, 7Hz, 1Hz), 
7. 70 (1H, dd, J = 8Hz, 1Hz), 8. 1 
6 (1H, dd, J = 8 Hz, 1Hz) , 8. 83 (1 
H, dd, J = 8Hz, 1Hz), 11. 57(1H, 
s) 

IR(i/, cm" 1 , KBr) :3368, 2960, 1 
666, 1 578, 1 526, 1 262, 758, 74 
6 

EI-MS (m/z. %) : 326 (m + , 47) , 2 
69(89), 251(22). 132(100), 1 
2 0 (23) 

«£: 1 93-1 94*C 

[0 17 2] 9mm2\ : 2- (2 -*^^7SA 



yX75K>3c,BSK 
[0 173] 

[{C3 9] ##M1 5t*iIU:2- (2-^na^y 
X75K) 3c*#K0. 40 g (1. 4 5mmo 1 ) O 
*^f-^75V (4m 1 ) JiatUlfflWrU^AO. 24 

5 ( 1 . 7 4mmo 1 ) M'5wt . %^0iSttftffl^llP 

17 0*CT3^l81Mj«**L7tf^ ffiMrOWBL 

fc. ^mg**mfom&&*xm<m&i. 

^TBISftU «Eft**0. 2 5g(lR¥4 5. 9 

%) flit, 

[0 1 741 NMR (CDC 1 8 ) : 0 . 89(3 

H. t, J = 7Hz) . 1. 24-1. 39 (8H, 
m) , 1. 39-1. 49 (2H, m) . 1. 65- 

I. 75(2H,m), 3. 1 9 ( 2H, t, J-7H 
z), 6. 67 (1H, ddd,.J = 8Hz, 8Hz, 
1Hz) , 6. 75 ( 1H, d, J = 8Hz) , 7. 1 
4 ( 1H, ddd, J=8Hz, 8Hz, 1Hz) , 

7. 36 ( III, ddd, J-8IIz, 7Ilz, 1 II 
z), 7. 64 (1H, ddd, J = 8Hz, 7Hz, 
1Hz), 7. 69 ( 1H, dd, J=8Hz, 1H 
z). 8. 17 ( 1H, dd, J-8Hz, 1Hz), 

8. 80 (1H, dd. J = 8Hz, 1Hz), 11. 

6 7 (1H, s) 

IR.(v, cm" 1 , KBr) :3228, 2928, 2 
852, 1 698, 1 646, 1 6 1 0, 1 574, 1 
540, 1 292, 1 204, 756, 738 
EI-MS (m/z, %) : 368 <m+, 90) , 3 
40 (2 5 ) , 269 (96) , 25 1 (22) , 1 3 
2 (100), 120 (3 0) 
HLfK : 14 6-147'C 

[0 17 513HHW2 2 : 2- 
X7SK>3c*W ■ 

[0176] 

[fc4 0]##Hl5-CWftWi2 (2 ;op^y 

X75 10 SA#»4 0 0mg ( 1. 45mmo 1 ) (7) 
fy^75y(4ml ) ttttCJRtt* »J 9 A 2 4 0 m g 
( 1 . 74mmo 1 ) &tf5wt . %^Sttttl0£flD 
£.17 0rt'3^»^L«^ SfiiT'fcfflL 
fc. RJESBSfclM-a»*loi. BKx^;l/-Cl*ajL 

isVti*r)V';x3-?y?77 4 --cum uzm. 7*hx 

by/UT»IS*U «K<fc^*3 0 0mK («*5 1. 
9%) £»fc. 

[0177]NIVIR(CDCl3 ) : 0 . 88(3 
H, t, J = 7Hz), 1. 20-1. 38 (1 2H. 
m) , 1. 38-1. 48 (2H, m) , 1 . 65- 
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1. 74 (2H, in) , 3. 18 (2H, L, J-7H 
z) , 6. 6 6 (1H, ddd. J = 8Hz, 8Hz, 
1 H z ) , 6. 7 5 ( 1 H , d. J = 8 H 7. ) , 7. 1 
3 (1H, ddd, J=8Hz. 8Hz, 1Hz), 

7. 35 (1H. ddd, J=8Hz, 7Hz, 1H 
z) , 7. 64 (1H, ddd. J=8Hz. 7Hz, 
1Hz). 7. 69 (1H. dd, J = 8Hz. 1H 
z), 8. 15 ( 1 H , dd. J-8Hz, 1Hz), 

8. 80 (1H. dd, J = 8Hz, 1Hz), 1 1. 
58 ( 1 H. s ) 

IR U, cm', KB r ) :3326, 2924, 2 
852, 1698, 1 646, 16 1 0, 1 574, 1 
540, 1294, 1 200, 756, 736 
EI-MS (m/z, %) : 390 (m + , 74) , 3 
68 (28) , 340 (1 1 ). 269 (100) , 2 
5 1 (26) , 1 32 (78) . 1 20 (30) 
ttbft: 12 6-1 2 7*C 

[0178] ##W1 6 : 2- ( 2 -4 V4" >"K V/VK 
VX7 S H ) KJMHIxf^ 
[0179] 

[ ft.4 1 ] 2 (2 7S J*vXT 5 F ) 2gB*»x 
0 Omg ( 1 . 7 6mmo 1 ) «0N, N-y^f- 
M^A7S H (5ml) »«K^|fc* '^A 5 3 0 m 
g(3. 8 7mmo 1 ) a' -/7ot-o- 

7 Om g ( 1 . 7 6mm o 1 ) srin*., 1 1 

;^U7h/77^ --C'lSi? U «8Efl:£*J 360mg 
(JR*5 3. 1%) 

[0180]NMR(CDC1 3 ) 8 : I. 3 1 (3 
H, t, , J = 7 H 7. ) , 4. 22(2H, q. J = 7 H 
z), 4. 75(4H, m), 6. 88 (1H, dd 
d, J=8Hz, 7Hz, 1Hz), 6. 97(1H, 
d, J=8Hz), 7. 13 (1H, ddd, J = 8H 
z, 7 II z . lllz) , 7. 58 7.65 (211, 
m), 8. 0 5 ( 1H, dd, J = 8Hz, 1Hz), 
8. 95 (1H, d, J = 8Hz) , 11. 66(1 
H, s) 

[0181] mmm23 ■. 2- (2-4 v^yvvi^ 

[0 1821 

[ft4 2] ##W1 6t'tHjiUc2 (2 A'MV* 
VJUOXT 5 K ) $l.flxf;l/ 3 6 0 m g ( 0 . 9 
3mm o 1 ) 0)X.?J->1> (5ml) $&%UZ 1 M-7j<§? 
-ft-?- h U <7A7jog?g ( 5 m 1 ) £ JDX., 2 B#l3iDfiMSg 
x^y-^S:«Eh-«*Lt. JBHSTIIKC. X® 



S^xf-yl^—v*-? ytftlSKi L . USEft-^Hi 2 6 0m 
g (JK3S7 7. 7%) Srftfc. 
[0183] NMR (CDCI3 ) S : 4. 71 (4 
H, s), 6. 90(1H, ddd, J = 8Hz, 7H 
z. 1Hz ) , 6. 99 (1 H. d. J = 8Hz) . 
7. 13-7. 23(5H, m);7. 4 0 ( 1 H, d 
dd, J-8Hz, 7Hz, 1Hz), 7. 63(1 
H, dd, J = 7, 1 Hz.) , 7. 6 7 ( 1 H, dd 
d , J = 8 H 7. , 7 H 7. , 1 H 7. ) , 8 . 0 8 ( 1 H , 
dd, J=8Hz, 1Hz), 8. 97(1H, d, J 
= 8Hz ) , 1 1. 48 ( 1 H, s ) 
lR(y, cr'.KBr) :3328, 1668, 1 
5 1 8, 1 264, 7 56 

EI-MS (m/z. %) :358(m+, 15), 3 
12 (7) , 269 ( 1 0) , 221 (52) , 1 93 
(100), 132(14) 

K£: 18 5-1 86"C 

[0 184]»Sfi?]24 : 2- L2- ( 1 -?u\D\,? 
*>\,) T 5 yKyXTi K] £.§.#K 
[0 185] 

[^4 3] ##(511 5Ti?i£U:2- (2-^na\y 
XT 5 H) £,&#J£0 . 2 6 g ( 0 . 9 3mm o 1 ) O 

4 -A.r^;W7 5 y ( 3 m 1 ) atiKeftft* 'J >> a o . 

1 5 g ( 1 . 1 1 mm o 1 ) RVBvft ■. %?)ffliftM 

«Efc£*0. 15g(UX^4 5. 0%) 
[0186]NMK(CDC1 S ) 8 : 0 . 92(6 
H. t, ,F=7Hz) , 1. 30-1. 62 (8H, 
m). 3. 50 (1H, pent, J = 6Hz), 6. 
61 (1H, ddd, J = 8Hz, 7Hz, 1Hz), 
6. 75 (1H, d, J = 8Hz), 7. 13 (1H. 
ddd, J=811z, 7IIz, lllz) , 7. 32(1 
H, ddd, J = 8Hz, 7Hz, 1Hz), 7. 68 
(1H, dd, J = 8Hz, 1Hz), 8. 79(1 
H. dd, J = 8Hz, 1Hz), 11. 55 ( 1 H. 
s) 

IR(v, cr'.KBr) :2956. 2928, 1 
652, 1602, 1578, 1532. 1256, 7 
52, 742 

EI-MS (m/z. %) : 3 54 (m + . 22). 3 
1 1 (7 5) , 293 (6) , 1 74 ( 1 00) . 14 
6(19), 132(13) 
BJLfS: 1 39-140-C 

[0187] mmm s •. 2 - [ 2 - ( 1 -xw^* 

7 5 S<yX7 5 K] £,fi#® 



(25) 



WRPFl 1-171848 



[0 1 88] 

Ut4 4]mmi 5TfB6W:2- (2-;oa^y 
XT 5 K ) £MMmQ. 35 g ( 1. 2 7triTno I ) O 

2 -rs y^r* y ( 3 m i ) fflftUKB* i> ->a o . 

2 1 g (1. 5 2mm o 1 ) R{/5wt . %<r3ffl&ftSR 

ztat. 7 0'CT5»awiitfi m& 

ft. ^*?xCS*S.ftU «£fc£«JO . 2 3 g (UK* 
5 0. 4%) 

[01 89 J NMR (CDC 1 3 ) 5 : 0. 88(3 

H, t, J = 7 H z ) , 1. 2 1 ( 3 H , d. J = CH 
z) , 1. 26-1. 56 (7H, m) . 1. 58- 

I. 7 0 ( 1 H , m ) , 3. 5 6 ( 1 H , q, J = 6H 
7. ) , 6 . 6 3 ( 1 H, d ri . J - 7 H z , 7Hz) , 



HOjC B 



CI 



[0 1 9 2] ##W1 5-C«£U:2- (2-?aD< 
yXTS K) SJftSKO. 40g (1. 4 5mmo 1 ) 
co 2- xf-/l^* ^7 s y ( 3 m 1 ) 8»C£8;* U 
?A0 . 24g(1.74mmol) &£>*5wt. %0 

imitmzmi. sw+ 1 7 oxx3BflHBis&sff 

tt. 3£a*"CftSH.fc. 5U6»»lciM-«S*iiii, 

%0. 25g (W4 7. 4%) 

[0193] NMR (CDCI3 ) * : 0. 86-0. 
96 (6H , m) , 1. 26-1. 54(8H,m), 
1, 6 1-1. 7 2 (1H . m) . 3. 0 9 (1H . d 
d, J = 12Hz, 6H z) , 3. 11 ( 1H , dd, 
J = l 2IIz, 611 z) , 6. 6 3 6. 68 ( 111 , 
m) , 0. 74 ( 1H , d. J = 8H z ) , 7. 1 3 

( 1H , ddd, J = 8Hz, 7Hz, 1H z), 7. 



HOgC H 

0" 



0 CI 



[0 1 9 6] ##0*1 5VW&Ltz2 (2 ;od^ 
yXTS K) £,8>#K0. 30g (1. 0 9mmol) 

<r> 3 - 7 x -^rn tvwr 5 y ( 3 m i ) {gatc^ffis* 

iJ^AO. 18g (1. 31rnmol)&lX5wt.% 



6. 7 4 ( 1 H, d, J -8 Hz ) , 7. 10-7. 1 
6(1H, m), 7.30-7. 38 (1H, m') , 

7. 60-7. 66 (lH,m), 7. 6 9 ( 1 H , d 
d, J = 8Hz, 1Hz), 8. 15 (1H, dd, J 
= 8Hz, 1. Hz) , 8. 79 (1H. d, J = 8H 
z) , 11. 54 (1H, s) 

IR <>, cm' 1 , KBr) : 2 95 2, 2932, 1 
698, 1 6 52, 1 6 1 2, 1 574, 1 538, 1 
264, 7 56, 742 

R I -MS (m/z, %) : 3 54 (m + , 22), 3 
36 (4) , 3 1 1 (28) , 283 (67) , 1 74 

(1 00) , 146 (1 9) , 1 32 (1 3) 
1 08-1 09-C 

[0 1 9 0 3 30fcffl2 0 : 2 - [ 2- ( 2-X-^'v* 

[0191] 
[ft4 5 ] 



0" 



n 



vCv 



36 (1H , ddd, J = 8Hz, 7Hz, 1H z) , 
7. 64 (1H, ddd, J=8Hz, 7Hz, 1H 
z) , 7. 69 ( 1H , dd, J-7, 1H z) , 8. 
16 ( 1H , dd, J = 8Hz, 1H z) , 8. 82 
( 1H , rid, J=8Hz, 1Hz), 11. 5 5(1 
H , s ) 

IR(^ cm" 1 , KBr) :2960, 2924, 1 
654, 1 602, 1 530, 1 256, 788, 74 
6 

E I —MS (m/z, %) : 3 68 <m+. 2 3) , 2 
69 (70), 2 51 (18), 174(3), 146 
(5) , 1 32 (1 00) , 1 20 (28) 
M*: 1 2 0-1 2 l ft C 

[0 1 943 »feCT27 : 2- L2- (3-7x-^r 
attlO 7 *= y <VXT 5 K ] $A#K 
[0195] 



HO z C H 



H 

U SfBffc^O. 18s <)R*4 2. 9%) fcf&fc. 
[0197] NMR (CDC1 s ) S : 1 . 98-2. 
08 (2H, in) , 2. 77 (2H, L , J = 7 H 
z), 3. 21 (2H. t, J = 7Hz), 6. 64- 
6. 72 ( 2H, m) , 7. 10-7. 24 (4H, 



(26) 



ttHPPl 1-171 S4S 



in) , 7-. 2 4- 
7.67 (1H, 
Hz, 1 H z ) , 



7. 
m) 
8. 



3 6 (3H, m) , 
, 7. 70 ( 1H. 
15 ( 1 H , dd, 



7.6 1- 
dd, J=8 
J«8Hz, 



d. J=8Hz) , 1 1 



1Hz) , 8. 82 ( 1H, 
61 (1H, s) 

IR(f, cm^KBr) : 29 20, 1650, 1 
602, 1574, 1534, 1262, 7 58 
EI -MS (m/z, %) : 3 74 (m + , 51 ) , 3 
H0 2 C H if^l 

V 0 Svw 



[0200] ITOJ 1 9?MttLfc2- ( 2-^*>>>U 
7 5 5 I* ) £JB*K0 • 1 5 g ( 0 . A A m 

mo 1 ) ON, N-^f-;P*/kAr5 F !5mi)Sf 
ICRili^AO. 13g(0. 97mmo!)0 
3-F.^>0. lnil (1. 76mmo 1 ) SrJnt, 
5 0*CT1 T^ratfiffUv:. RiESfflfc****.. PS 

u mnk$mo. ug («*8 5. 7%) 

[020 1]NMR(CDCIj ) 5 : 0. 78(3 
H, t, J-7Hz) , 1. 10-1. 22 (6H, 
He0 2 C H 



0 N 
/ 
Me 



WV 



[02 04] ##(511 7"C«StW:2- [2- (N-> 
^;WA,^fj/;l/TS/) ^XTS Hi 

0. 14g(0. 3Smmo l)Ox;y-/K5m 

i ) mmziM-Tm'tkfh yaMcsfissm 1 stjh 
xf-^Tttia it: . Gmm*mmm£M?\<TM<x&i 

Uc. ^©IM-iftBSx-f/u ^--ty-eiSf&ftU fK3E 
ft-6ft0. 09g (lR*68. 1%)£#£. 
[0205]NMR(CDCIj ) S : 0. 71-0. 
77 (3H, m) , 1. 05-1. 15 (6H, m) , 

1. 38-1. 50(2H, m), 2. 78(3H, 
2. 92-3. 00 (2H, m) , 7. 08- 

1 8 (3H, m) , 7. 38-7. 66 ( 1 H, 

7. 98 ( 111, dd, J = 8IIz, lllz) . 
08(1H, dd, J = J=8Hz, 1Hz), 
87 (1H, d, J = 8Hz) 
IRiv, cm" 1 , KB r ) :2928, 1664, 1 
586, 1516, 1 2 34, 756 
EI-MS (m/z, %) : 354 (m + , 22) , 2 
83 (42) , 265 (46) . 218 (69) , 21 



s) 
7. 
m) 
8. 
8. 



56 (3), 269 (69) , 2 
(5), 146(14), 132 
(36) 

MA: 2 0 2-2 0 3-C 
[0 1 98] ##W1 7 : 2- [ 

[0 199] 
[<k4 7 ] 
BeO z C 



51 (22) , 1 74 
(100), 120 



2- (N-^-f/U'v* 



0 N 

/ 

Me 



WV 



m) , 1. 40- 1. 50 (2H 
H. s) , 2. 97-3. 04 ( 
(3H, s ) , 7. 07-7. 1 
17 (1H, d, J = 8Hz) , 
d, J-8Hz, 7Hz, 1Hz 
0(1H, m),7. 9S(2H 
8, 1Hz ) , 8. 86 ( 1 H, 
2. 58 ( 1H, s) 
[020 2]|^te^j2 8: 2 [ 
^75 J) OXTS. H] SEA* 
.[0203 ] 
[ft4 8l 
H0 2 C 



, m ) , 2 . 8 3 ( 3 
2H, m) , 3. 88 
4 ( 2H, m) . 7. 
7. 41 ( 1H, dd 
) , 7. 54-7. 6 
, ddd, J = 9, 
d, J = 8Hz) , 1 

2 (N 



0 /VW 
He 

7 (93) , 146(46), 1 
2 (67) 

[0 20 6] ##011 8 : 2- ( 

X75F) «JB.SKX*/P 
[0207] 
IflS49] 

H(1 2 C 



34 (1 00) , 13 

2, e-^nD'O' 



Etn 2 c H 

Or" 



0 CI 



[0 2 08] 2, 6-v?cra£,&#K3. Og (1 
5 . 7 mm o 1 ) Vtefc**V*i VWBl (20ml)Cfi 
•fLf-tfx;!' 2 . 0 m 1 N , N - ^ ^/Ms/l/A T S 

*U:. »Sft£*»xf-/U (20ml) fcJgJRU CI 
*l£*fcT,KiS# 'J "7^4 . 3g (31. 4mmol) 
&U"2-7$y£,S.§®x^;U2. 3ml (15. 7m 
mol)<0*(30ral) JttfBftx-^U (20ml) 
Ojl^vStoTSTL. Sffl?4 2lSBI«#Ufc. IrflSJS 



(27) 



Wl 1-17 1848 



m& Lw&it^m 2. 8 g < m 5 3 . 6 % ) . 

[0209] NMR (CDCIj ) ft : 1. 39 (3 
H, t, J = 7Hz), 4. 34 (2H, J = 7H 
z ) , 7. 1 6-7. 22 ( 1 H, m) , 7. 30 ( 1 
H, dd. J = 9Hz, 2Hz), 7. 61-7. 67 

(1H. m) . 8. 10(1H. dd, J = 8Hz, 1 

CI 

Et0 2 C 




CI 

[0 2 1 2] P%Ml8TM&Uz (2, 
< y XT 5 H ) £,ft#Stxf-;l- 2. 82g(8. 34m 
m o 1 ) Ol^ J -;K 2 0 m 1 ) ffiftC 1 M — .rKBSfb 
h 'J ^A7(Qg?fji (20ml ) SrjDX.. b^iajD^Si* 
x?/-A>S:$ffiTil?£L*:. fttmtVMiT 

x+fr-*Jei-ycmukL* mnt^2. osg 

(JR*8 0. 3%) 

[0213]NMR(DMSO-d 6 ) S : 7. 28 



H0 2 C 



CI 

Y 
o 



Cl 



[0 2 16]«#Wl9T»jaU^2- (2. 6-^7 
DD\yX7 5h')g-liS0. 3 0g (0. 9 7mm 
o 1 ) <0T-')> (3ml) SffitJJfflfcfr'J'frAO. 3 
2 g ( 2 . 3 2mm o I ) &tf 5wt . %c7)?£14-fM2r 

i8«tlM-fflRSrjD£. »»xf-^T*ajLte. iff® 

^-frVTWefiU MEfcfrftO . 13g(W30. 
8%) 

[0217JNMR(CDCl 3 ) 5:6. 83 (2 
H, d, J = 8Hz) , 6. 89-6. 95 (2H, 
m) , 7. 06-7. 16 (6H, m) . 7. 20- 
7.28 (411. m) , 7. 53 7.59(1 II. 



'CO - 

UJ o ci 
[0 2 2 0] 9TSBaUfc2- (2, 6-v? 



H0 2 C H 



Hz), 8. 90 (1H, dd, J-8Hz, 1H 
z) , 11. 39 ( 1 H, s) 
[0 2 1 0] ##091 9 : 2 - ( 2, 6-^nn<V 

[02 11] 
Hk5 0] 




o ci 

(1H, ddd, J = 8Hz, 8Hz, 1Hz), 7. 
5 5 (1H, dd, J=9Hz, 7Hz) , 7. 6 0- 
7. G5(2H. m) . 7. 70 (1H, ddd, J = 
9 H z , 8Hz, 1Hz), 8. 0 3 ( 1 H . dd, J 
= 8Hz, 1Hz), 8. 55(1H, dd, J = 8H 
z , 1 H z ) , 11. 5 6 ( 1 H , s ) 

[O2 14]$B6fc0!2 9 : 2- (2, 6-^71^7 
S/^yXTSF) 

[0215] 

[ft5 1] 



H0 2 C 



EN 

\ 
0 



m), 8. 0 4 (1H, dd, J=8Hz, 1Hz), 
8. 72 ( 1H, d, J-8Hz) , 11. 53(1 
H, s ) 

TR (t/ f cirr*, KRr) : 2 96 0, 1680, 1 
658, 1 574, 1 508, 1 262, 752 
EI -MS (m/z, %) : 439 (m+, 57), 4 
21 (1 0), 368 (8) 

(22) , 276 (73) 

(100) 

Si£ : 1 1 0 - 1 1 1 °C 

[0 2 1 813HS013O : 2- 

S/^yXTSF) KJ1 
[02 19] 
HL5 2] 



303 (23) , 302 
23 1 (52) , 205 



(2, 6-> f/ v*£//l'7 



H0 2 C H 



00 



0 R 
H 



wv 



. 3 0 g ( 0 . 9 7mm 



(28) 



1-1 7 184 8 



o 1 ) cr><\*is>V7$> (3 in 1 ) mmz&gtAVVJ* 
0. 32g (2. 32mmo 1 ) M5wt. %<Ofitt. 

2 1 g (R5p4 9. 9%) fc#fc. 
[022 1] NMR.(CDC l 3 ) /} 



H, 
m) 
H, 
z) 



t, J=7Hz) 
, 1. 56-1. 
t, J=7Hz) 
, 7. 09-7. 



0. 82 (3 
, 1 . 19-1. 39 (6H. 
62 ( 2H, m) , 3. 08(2 
, 6. 1 0 (2H, d, J=8H 
17 (2H, m) , 7. 62 (1 

,-0 



H0 2 C 




CI 



[02 24] mmiOTmmitz2- (2-?nn- 
4 7 i-;Hf-;KyX7S ¥ ) %&§&t0 . 4 0 
g (1. 0 6mm o 1 ) <03 -7i-Wnt>7i>' 

(3ml) »:» »J >)A0 . 1 8 g ( 1 . 28m 
mol)M5wt. ?m%m\M$:1iax-. 1 8 0"CT 

SE-lfc^ftO. 30g (W59, 2%) 
[0225]NMR(CDC1, ) d : 2. 06(2 
H, pe nt, J=7Hz) , 2. 78 (2H. t, J 
- 7 H 7. ) , 3. 2 3 ( 2 H , t, J = 7 H 7. ) , 6. 
82-6. S7 (2H, m) , 7. 13-7. 32 (7 
H, m), 7. 34-7. 39 (3H. m) , 7. 54 



H0 2 C H 

Or" 



0 CI 



[0 2 28]##mOT'»§U:2- (2-?na- 
4 - 7 x -/!/Xf-;KyX7 S K ) £,@L§K0 . 4 0 
g ( 1 . 0 6mmo 1 ) 9+}VT§ > ( 3m 1 ) {g 
mz&mtiW&O. 1 8g ( 1 . 28mmo 1 ) &tf 
5wt. %^)Stt^l«S:JPt. 18 0TrC3BttSMfc« 

wuztk. aa*-c»fflUfc. Basset:: imhsk* 

/KTJB»C86»L. ji*«a»^bU^^(!5B^. 



H, ddd, J-8Hz F 8Hz, 1Hz) , 8. 09 
(1H, dd, J = 8Hz, 1Hz) ,8.78(1 
H, d, J = 8 H z ) 

IR(y, cm" 1 , K B r ) : 1 682, 1 646, 1 
580, 1520,1270, 748 
E I -MS (m/z, %) : 4 2 3 <m+, 27) , 4 
05(1 3), 368 (100) , 286 (42) , 2 
36 (4 5) 

&#: 1 9 5-1 97°C 

[022 2 3 mm\?> 1:2 - [4-7x-;Hf-.^ 

£Jt*B 
[0223] 
[fc5 3] 



H0 2 C H 
' H 



0 N 
H 

-7. 58 (2H, m) , 7. 62-7. 69 (2H, 
m). 8. 18(111, dd, J = 8IIz, lllz), 
8. 81 ( 1H. d, J = 8Hz) , 11. 62(1 
H, s ) 

1 Ft ( » , cm" 1 , K B r ) :2936, 1650, 1 
604, 1 586, 1 538, 1 260, 754 

R T —MS ( m./7, ,.%) : 4 7 4 (m + , 8 0) , 4 
56 (57), 3 74 (20), 351 (50), 26 
9 <23) , 232 ( 1 00) , 176 (27) . 1 3 

2 (4 1), 120(22), 91 (72) 

1 9 9-200°C 
[022 6] ^SfcfflS 2:2 - (2-^^75 7- 
4 - 7 x ^Hf-.iK>X7 5 F ) 
[0227] 
[fL54] 

jO 

bo 2 c h (r^T^"^^ 

kJ 1 0 J wvv 

ft^ftO. 05g(JR^9. 6»)t*t, 
[0229] NMR (CDC1 3 )S:0.88(3 
H, t, J = 7Hz) , 1. 22-1. 40 (8H, 
m) , 1. 40 1.50 (211, m) , 1. 78 (2 
H, pent, J=7Hz), 3. 20(2H, t, J 
= 7Hz) , 6. 83 (1H, dd, J = 8Hz, 1H 
z), 6. 89 ( 1H, d, J = lHz) , 7. 12- 
7. 18 ( 1 H , in) , 7. 34-7. 40 ( 3 H , 
m), 7. 56-7. 60(2H, m) . 7. 6 3- 
7. 69 (2H, m) , 8. 17 (1H. dd, J = S 



(29) 



WHHFl 1-17 184 8 



Hz. 1Hz) , 8. 80 ( 1H, dd, J "8Hz. 
1Hz), 11." 5 9 ( 1 H , s) 
T R ( v , cm' 1 , K R r ) : 2 9 2 4 , 1656, 1 
604, 1 564, 1 520, 1 254, 752 
E I -MS (m/z, %) : 450 (M-H8, 4 
9) , 4 21 (1 0) . 368 (18) , 351 (7 



2 ) . 17 6(15) 
gt<£: 1 6 2 - 1 6 3°C 

[0 230] 9Qin 3 3 : 2- (2-7>/U7S./-4 
- 7 1 -iktf_;K yXT S H ) £M.m 
[023 1] 
Ut5 5] 




CI 



[0232] mmiOXW&LtzZ- {2-9uu- 
4 - 7 x - )[,X+-J\,<yX7 5 H ) £,t-f?I?0 . 3 0 
g ( 0 . 8 Omm o 1 ) <r>71~)\<7$.V (2ml)ffi 
K^K^'J^AO. 13g(0. 9 6mmol)&y'5 

wt. xcomAtm^mt. 8 0'CT3^r B iflD 

<ts*-«r<jafe» l , ibwkiw- h o ^ a . & 
7 a -mm imuiim o 1 s g < jr* 5 3 . 2 % ) 

[0233] NMR (CDC 1 3 ) <? : 0. 98(3 
H, t, J-7Hz) , 1. 44-1. 5 4 (2 H, 
m), 1. 66-1. 76 (2H, m) , 3. 02(2 
H , t. , J = 7 H 7. ) , 6 . 8 3 ( 1 H , dd, .1=8 
Hz, 1Hz), 6 . 8 9 ( 1 H. d, J= 1 Hz ) , 



B0 2 C 



0 N 

H 



W 



'YY 

0 CI 



[0 2 3 6]##ff|10fW3tLfc2- (2-7DD- 
4-7 i^;Hfi;KyX75 H ) £,fc#K0 . 3 0 
g ( 0 . 8 0mmo 1 ) <Of^7S> (3ml) ffiffiS 
fcffSfe&'J 0. 13g(0. 9 6mmol)Sl^5 

wt. %<oiStt-fkffl*loi. I8 0x;t3.«« 
Lfcft. £ift*T»»Lfc. RJBfcfcfclMHHKfciiii 

ffF9*U:. ®&M:vl) ^1^07^:77 4- 

*HjO. 08 g (IR*18. 9%) 
[0237]NMR(CDC1 3 ) $ : 0. 87(3 

H, t, J = 7Hz), 1. 20-1. 40 (12H, 
m), 1. 40-1. 50(2H, m) , 1. 66- 

I. 76 (2H, m), 3. 20 (2H, t, J = 7H 
z ) , 6. 8 3 ( 1 H , dd, J = 8 H z , 1Hz), 



7. 12-7. 18 ( 1H, m). , 7. 33-7. 40 
(3H, m) , 7. 54-7. 60 ( 2H, m) , 7. 
62-7. 68(2H, m), 8. 1 7 ( 1H, dd, 
J = 8Hz, 1Hz) , 8. 80 (1H, dd, J = 8 
Hz, lHz), 11. 59(1 H, s) 
T R. ( v , cr'.KRr) : 3 4 3 8, 2956, 1 
680, 16 5 0, 1540, 1262, 754 
E I -MS (m/z, %) : 4 1 2 (m+, 6 9)', 3 
94 (1 2) , 369 (22) , 276 (33) . 23 
2 ( 1 00) , 176 (23) 
Mti.: 2 1 7-2 1 9*C 
[0234] 3lMm34 : 2- (3-T^7$y-4 

[0 23 5] 
[fc5 6] 



H0 2 C 



0 SvVWV 



6. 89 (1H, ri, .1 = 1), 7. 12-7. 18 
(1H, m) . 7. 23-7. 40 (3H, m) , 7. 
53-7. 5 9 (2H, m) , 7. 62-7. 68(2 
H, m) , 8. 17 (1H, dd, J = 8Hz, 1H 
z) , 8. 80 (III, dd, J=8IIz, lllz) , 
11. GO ( 1 H , s ) 

IR(i/, c m" 1 , KBr) : 2 9 2 4 , 1652, 1 

608, 1 538, 1 258, 764, 754 

EI -MS (m/z, %) :4 96 (m + , 42), 4 

78(87), 369(26), 351(100), 3 

23(30), 232 (45) 

HA: 144 14 6*C 

[0 2 38] ##132 0 : 2 - ( 2~^nu-5-7x 

[0 23 9] 
Hfc5 7] 



(30) 
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[0 24 0] 2-?OD-5-7x-;l'Xf^l,S 
M2. 0g(7. 7 9mmol)^)|*'vyt>ii 

(15ml) (CJg'ftf-tfX/P 1 ■ 0ml MfiH . N —If 
* +Mto\,KT 5 K ftSS^lB i - 1 B*fflil«fe*aE L fc 
fc. »K*«BETS*Lfc. JMTOHWrxf-JM 2 0 
m 1 ) tJBBU i<t**}ftTKlWf , J'>A2. 1 s 

(15. 6 mm o 1 ) RtfT 5 / 3c.|.S»Xf-;l/ 1 . 1 
ml ( 7 . 7 9mmo 1 ) 0.rK ( 1 5m 1 ) &Vlf#X 
*W (10ml) QftdffKtcXT U SfflT2«H8S 

■fhy^-csaitt, aai&«ETe*Lfc. asm* 

iH8xf-;W — v^Vyt'UlsaLSie^Wl • 7 g 
(JRV5 3. 4%) 

ci ^ 

EI0 2 C 



[0244] #^J20TSJiUc2- (2-^OD- 

1. 68g (4. 16mmo l)(7)X^./-;K15m 
1 ) 1 M-TkUMfc-f h U 7-M<Sifc2 0 m 1 SrJp 

fc. S»(-*^T?giaK^jaTLIStt^L^a. PSS 

Lfc. BHffifrWtef-A'-'^^^HlSAU Kid 

HC&fli 1 • 5 3 g (JR^9 7 . 8% ) 

NMR <DMSO-d 6 .) S : 7. 24-7. 30(1 



H0 2 C H 



Bt0 2 C E 



[0 24 1] NMR (CDC U ) 5: 1.40(3 



. 4. 3 7 (2H. 
2 0 ( 1 H . m ) , 
. 7. 45 (1H, 
5 6 ( 3 H , m ) , 
. 7. SO ( 1H. 

dd, J=8Hz, 1Hz) 
J=8Hz ) , 11. 57(1 



q, J = 7H 
7. 33- 
d, J=8H 
7. 60- 
d. J=2H 



H, t , J=7Hz) 
z) . 7. 14-7. 
7. 38 ( 3H, m) 
7.) . 7. 5 0-7. 

7 . 6 6 ( 1 H , m ) 
z ) , 8 . 1 0 ( 1 H 

8. 88 ( 1H, d 
H, s) 

[0 2 4 2] #£IH2 1:2 - (2-?dd-5-7x 
-/UXf-X/PO'XT 5 K ) 
[0243] 
[^58] 



H0 2 C 



H, m) , 7. 43-7. 48 (3H, m) . 7. 57 
-7. 63 (2H, m) , 7. 65-7. 74 (3H, 
m ) , 7. 91 (1H, d. J = 2 H z ) , 8 . 03 
(1H, dd, J = 8Hz. 1Hz) ,8. 50(1 
H, d, J=8Hz) , 11. 6 1 ( 1H. s ) , 1 
3. 71 ( 1H, br-s) 

[O24 5]^ffi0iJ3 5 : 2- r 5 - 7 x /UX^-X )V 
-2- (3-7x^7oK/H TS/^VXTSKI 

[0246] 
[ft5 9] 



H0 2 C H 




[0247] &%0i2 1 -CSBtU: 2 - (2-?no- 

5 - 7 x x;Ufz;KyX7 S F ) £&#I?0 . 3 0 
g ( 0 . 80mmo 1 ) (7)3 - 7 x — *7d K/l/7* 5 > 
(1. 5ml ) 'J ?A 0 . 13g (0. 9 

6 mm o 1) Mf 5 w t . .18 0 



> t'SIS 9 a B UVHK** 0. 15g(IR^38. 6%) 

[0248] NMR (CDC1 3 > S : 2. 00-2. 
09 (211, m) , 2. 78 (211, t. J = 7II 
z), 3. 24(2H. t, J = 7Hz), 6. 65 

(1H. d. J = 8Hz). 6. 95-7. 02(1 
H, m). 7. 17-7. 33 (8H, m). 7. 46 
-7. 55 ( 3 H , m ) . 7. 58-7. 64 (1H. 
m) , 7. 91 (1H. d. J = 2Hz), 8. 01 

(1H, d, J = 8Hz). 8. 79 (1H, d, J = 
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8Hz ) , 11. 70 ( 1 H, s) 

IR ( v , cm-i , KB r ) :2928, 1658, 1 

6 0 4, 1532, 1262, 756 

EI -MS (m/z, %) :474 (m + , 9), 45 

6 (1 00) , 383 (36) , 351 (46) , 23 

2(9) 




[02 5 1] ##092 lT8!3aUfc2- ( 2-9nn- 
5 - 7 x ~ ;UX-7- -/l^yXT- 5 F> £,ft#®0. 30 
g (0. SOmmo 1 5 3 - 7 x -;U7*d tf;Pr 5 > 

(1. 5ml)MCWi^0. 13g(0.9 
6 rn m o 1 ) ISdf 5 w t. . J^Offitt^SrJni. ,18 0 

^^TS^LSIWb^O. 17g (IR*5 0. 7 

[0252] NMR(CDC1 3 ) 8 : 6 . 99-7. 

04 (1H, m) , 7. 07-7. 12 {1H, m) , 
7. 2 2-7. 39 (8H, m) , 7. 46 (1H, d 
d, J=8Hz, 2 H z ) , 7. 50-7. 56 (2 
H, m), 7. 61-7. 66(1H, m), 7. 97 
(1H, d, J = 2Hz) . 8. 04(1H, dd. J 

-8Hz, 1Hz), 8. 81 (1H. d. J-8H 
z) , 9. 81 (1H, s) , 11. 79 (1H, s) 
IR. (v, onr'.KRr) : 1682, 1646, 1 
580, 1 520, 1270, 748 
EI-MS (m/z, %) : 42 3 (m+, 27) , 4 

05 ( 1 3), 368 (1 00) , 286 (42) , 2 
3 6 (4 5) 

1 9 9-2 0 2-C 
[0 2 5 3] P%m22 : 2- ( 4 -3— F— 2 — — h 

o^yxrs F ) SMiif/i- 
[0254] 

1- 0:6 i ] 

E10 2 C H ifV 
V^f) 0 N0 2 

[0 2 5 93 &%M2 2T$mi,tz2- (4-3- F- 

2- -hD\yX7i F) gJMrKxf-rt^. 2 5 g 
(5. 1 lmmo 1 ) OX^y-yW (10ml) $g?8£ 
2 O^T^X? J*??Vy 7 A YimW. 10ml ZffiT 



m&: 1 9 4-1 96°C 

[0249]««36 : 2- (2-7x^75/- 
5 - 7 x - ;Ux-f x XT 5 F ) £MK 
[0250] 

liteo] 




1 

[025 5] 4-3-K-2-xhnSfiS»l. 82 
g ( 6 . 2 1 mm o 1 ) CO&^y-fcfyig^ (10m 
1 ) WS-ftf-^x/H . 0 m l&VN , N 

*ATSHa»tani, i*HBi«a»Lfett. aw* 

HEFTS* U:. 3SS«i£Bf»x?-;l/ (15ml) £fg 
j»U iilt^WfrTftifcfry^Al. 8g(13. 0 5 
mm o 1 ) S.T/2-7 5 /?g,&#iKXf-^0 .97ml 
(6.52 mm o 1 ) 0)# < 1 5 m 1 ) Mffi®z.<f-ll> 
(5ml) <AM£SilJ(CiSTU SjST'l 6B#KHS}1 ! U 
fc. U *ffl&»»xf-;U-p«iaiLfc. # 

7^t'^M, fMR» MEETS* U:. «fMS*»Itx 
f-^-^-9-yCHISAL»IEfc^«l2, 2 5g (IR* 
8 2. 3%) fcftfc. 

[0256] NMR (CDC l s ) S : 1. 4 0 (3 
H, t, J=7Hz) , 4. 35 (2H, J=7H 
z) . 7. 1 6-7. 2 1 ( 1H, m) , 7. 4 4 ( 1 
H, d, J=8Hz) , 7. 59-7. 65 ( 1H, 
m) , 8. 05-8. 12 (2H, m) , 8. 39 (1 
H, d, J = lHz), 8. 77 (1H, d. J = 8H 
z) , 11. 66 (III, s) 
[025 7] ##012 3 : 2- (2-7S./-4-3- 

F^yxrs f) m-m®xi-ii> 

[0258] 
[ft6 2 ] 

Bt0 2 C H [f^V' 

* (fYVv 

«!V 0 NH 2 

U 4B9BJiB63KtLfc. RJGS»£*»U TWfcfc 
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97g <JRSP4 6. 5%) Sttfc. 
[02 6 0] NMR (CDC 1, ) A : 1. 42 (3 
H, t, J=7Hz) , 4. 41 (2H, J=7H 
z) , 7. 07-7. 14 (3H, m) , 7.4 1 (1 
H. d. J = 8Hz). 7. 58(1H, ddd, J = 
8Hz, 7Hz. 1Hz) . 8. 09 (1H, dd, J 



Bt0 2 C H 

IV 0 NH 2 
[0263] ##$2 3TSI£U:2- (2-757- 

4 -3-KyX7S F ) SJlflHXf-^O . 9 7 g 
(2.3 Gmmo 1 ) <7)i?X.-1')\>7 (10ml !S 

«caa«*ffl«T7x-;Pr-fef-V>'0. 4m 1 (3. 

5 5mmol)s ^DDt'Xb'^i-^X?^ 
y?5i/'^A0. 0 2s (0. 0 2mmo 1 ) 

mo. 0 1 g (0. 04mmo 1 ) ZUtii. Sfflt'lB* 

immm^&^m-cmti. *&*bobw-f y ?a 

A -^*-V>Tm®& LHIE'ffc&tt 0 . 5 5 g ( 1R* 6 
0.9%) ISit. 

[02 64] NMR (CDC 1 3 ) 5: 1. 43 (3 



EMbC H 

0" 



0 NH 2 



,0 



[0267] »*0|2 4TSBtL/i2- (2-75/- 
4 -7x-^Xf^/KyX7i F > S.&S&Xf-'U 
0. 4 3 g ( 1 . 1 2mm o 1 ) ON, N — i^.X f\'l/;f. 
;^7 5 F ( 6 m 1 ) SfKCftK* 'JW300mg 
(2. 2 4mmo 1 ) at^H-K^^VO. 2ml 
(3. 3 6mmo 1 ) *Jni. SiST' 7 BftSHMf L fc . 

mm. aFtt*jSBETe*Lfc. swasi'y^y;^ 

P7b/77.; -CT«« L . HHto* 0 . 2 4 g 
(W42. 0%) 

[0268]NMR(CDC1 3 ) d : 1. 43 (3 



Et0 2 C 



[027 1] $%W24-m&Uz2- (2-757- 
0. 4 3 g ( 1 . 12 mm o 1 ) ON, N-j/^^* 



-8Hz, 1Hz), 8. 7 7 ( 1 H , J - 8 H z , 1 
Hz) , 11. 88 ( 1H. s) 

[0 26 1]^#(9J24 : 2- ( 2-757-4-7* 
-;kxf-^;K>.x'7 5 F) fcMSSrx*^ 

[0262] 

[fc6 3] 



Et0 2 C 




0 M 2 

H, t, J = 7Hz) , 4. 42 (2H, q. J = 7H 
z) , 6. 89 (1H, d, J = lHz) , 6. 92 
(1H, dd, J = 8Hz, 1Hz) ,7.12(1 
H. ddd, J = 8Hz, 7Hz, 1Hz) . 7. 34 
-7. 38 (3H. m) , 7. 51-7. 56 (2H, 
m ) , 7. 6 9 ( 1 H , ddd, J - 8 H z , 7Hz, 
1Hz), 7. 70 (1H, d f J=8Hz) , 8. 1 
0(1H, dd, J = 8Hz, 1 Hz ) , 8. 80(1 
H, dd, J = 8Hz, 1Hz) , 11. 89 ( 1 H, 
s) 

[0 26 5 ] ##fr'i]2 5 : 2- ( 2-*^)V7^J~A 
- 7 x -;l-xf-;KyX7 5 K ) &e.SIB?xf-/U 
[0266] 
Ut6 4] 



BtD 2 C 



0 



K 

/ \ 
H Me 

H. t, J-7Hz) . 2. 93(3H, d, J-3H 
z) . 4. 4 2 (2H, q, J=7Hz) , 6. 84- 

6. 90 (2H, m) , 7. 08-7. 14 ( 1H, 
m) , 7. 34-7. 39 (3H, m> , 7. 54- 

7. 61 ( 3H, m) , 7. 72 (1H, d, J = 8H 
z), 7. 84-7. 94 ( 1H, m) , 8. 10(1 
II, dd, J = 8IIz, 1 Hz) , 8. 76 ( III, d 
d, J = 8Hz, 1 Hz ) , 11. 88 ( 1 H, s ) 

[026 9] ##f^j2 6 : 2- ( 2 -i>**)l>T$ J - 
4-7xX^x^-/t^yX7 5 F) £JB*B?xf-/P 

[0270] 

[flS6 5] 

Bt0 2 C H 



Me Me 

)VKT 5 F ( 6 in 1 ) 'J <7A 3 0 0 m g 

(2. 2 4mmo 1 ) RL<3- F/?yO. 2ml 
(3. 3 6mmo 1) fejai. Sa-C17lQ|SB»PL 



(33) 
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0. 2 9g (IR*6 3. 0%) Srfofc. 
[0272]NMR(CDC1 3 ) 5: 1. 39 (3 
H, t, J = 7 H z ) , 2. 84(6H, s), 4 ! 3 
5 (2H, q, J-7Hz) . 7. 1 1 (1H. dd 
d, J=8Hz, 7Hz, 1Hz), 7. 24-7. 2 



EtOjC H 



0 N 



,0 



K \ 
Me 

[02 7 53 ##W2 5TMILfc2- (2-^A-r 
i7-4-7x z/^xf-;KyXT 5 H ) 5£R#BtX 
fVPO. 06g (0.16m'nio1 )(7)I^./-'M1 
Oml ) ^tlM-*^+fU^A7K^Jgl 5m 1 

MEffc&fcO. 05g (JD»9 4. 0%) SrftJt* 
[02 76] NMR (CDC 1 3 ) d : 2. 94(3 
H, s), 6. 86(1H, dd, J = 8Hz, 1H 
z) , 6. 88 ( 1H, d, J = lHz) ,7.15 
(1H, ddd, J=8Hz, 7Hz, 1Hz), 7. 
34-7. 40 (3H, m) , 7. 54-7. 59 (2 



Et0 2 C H 

Or". 



N 

Ue Me 



[02 7 9] #»W2 6f«31Lfe2- (2-x*f* 
7^y-4-7x x/lotf-x^yXT S H ) 
x-^/UO. 29g (0. 7 lmmo 1 ) 0)^9 J )V 

(lomi) mmz i u-ymit-f h y i o 

m l £Jn;u 2«IBbDMentLA:tt. x*y-/P£»E 

flU SiEffc&foO. 19g (JD»6 9. 4%) 

[0280]NMR(CDC1 3 ) 5:2. 94 (6 
H. s ) , 7. 1 3-7. 1 9 (1H. m> . 7. 28 

(1H, dd, J = 8Hz, 1 Hz ) , 7. 32 (1 
H , d , J = 1 H z ) , 7. 35-7. 4 0 ( 3 H , 



7 ( 1 H , in) , 7. 30(1H, d, J-lHz), 

7. 34-7. 40 ( 3H, m) , 7. 53-7. 60 
(3H, m> , 7. 94 (1H, d, J=8Hz) , 

8. 0 3 ( 1H, dd. J = 8Hz, 1Hz) , 8. 9 
1-8. 94 (1H, m) ,12.59 (1H, s) 
[0 27 3] %tW\31 : 2- ( 2 -^1^75 7 ~ 4 

- 7 x x;ux^x;^yX7 S H ) SAffB 
[0274] 
HL6 6] 



H0 2 C H 

Cr 1 



JO 



0 K 
H \ 



Me 



H, m) , 7. 62-7. 67 ( 1H, m) . 7. 66 
(1H, d, J = 8Hz) , 8. 16 (1H. dd, J 

~8 Hz, 1Hz), 8. 80 ( 1H, dd, J-8H 

z, 1Hz) , 11. 66 (1H, s) 

IR {u, cm" 1 , KBr) : 34 1 6, 1690, 1 

646, 1 608, 1 584, 1 536, 1 230, 7 

5 2 

E I —MS (m/z , %! : 37 0 (m + , 4) , 35 
2(1), 278 (1 ) , 256 (1) , 234 (5) 
VbH: 2 1 9-2 2 0'C 

[0277] 2QKH3 8 : 2- ( 2 - V* S J - 
4 - 7 x -;l,xf-;Ky XT £ F ) $&«R 
[0278] 
HL6 7] 



H0 2 C 

Cr'. 



N 

/ \ 
Me Me 

m), 7. 54-7. 6 0 (2H, m) , 7. 65 (1 
H, ddd, J = 8Hz, 7Hz, 1Hz) , 7. 96 

(III, d, J = 8IIz) , 8. 12 (III, dd, J 
= 8Hz, 1Hz), 8. 97 ( 1H, d, J=8H 
z) , 12. 4-12. 6 (1H, m) 
IR (y, cm -1 , KBr) : 1 696. 1652, 1 
586, 1 522, 1 1 96, 7 64, 7 5 2 
E I -MS (m/z, %) : 384 <m + , 19), 3 
66(3), 248(100), 24 7(90), 19 
1(13), 176(11) 
■A: 186-187'C 

[0 28 1 ] ##i^J2 7:2 - ( 2 -7'D^ - 3 - 7 x 
~jl>x.^~)VKyX7 5 K) £,&#8£x^n- 

[0282] 
HL68] 



(34) 
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HOjC 




EtC^C H 



[0283] 2 - - 3 - 7 x x;PX^-x/l^.§,# 

K i . 5 3 s<o*<^y^y^i& ( i o m l ) izmikf- 

0ml &t>'N , N - J f-)U*)UA.7 5 l-'SSt 

?ss-jbx., o. 7 smmmmmuc'ik. ®mmi±T 

%£Uz. BffiHUSrSKx^ (20ml) toSPU 
■lit^KttTISS^v'J^Al . 4g (10. 16mmo 

1) . 2-75/^l-#^^0. 7 5ml (5. 0 
8rnm o 1 ) ( 1 5 m 1 ) SDHtlSxf-A- ( 5 m 

1 ) tf)i&&»*fc:SrFU SjST-1 7D#fSBl#L£, * 

*ftt/£S«:l^*T1I&a# t . £*«BIStf- K 'J ■> AT 

^+/xt'StsAL, ataft^mi. sog <t»7 



8.9%) fcWfc. 

[0 284] NMR (CDC l 8 ) S : 1. 39(3 
H. t, J-7Hz) . 4. 35 (2H. J-7H 
z) , 7. 14-7. 20 (1H, m) .7.35- 

7. 43 (4H, tti) . 7. 50 (1H, dd, J=8 
Hz. 1Hz) , 7. 57-7. 67 (4H, m) . 

8. 10 (1H, dd. J = 8Hz, 1Hz) , 8. 9 
0(1H, d, J = 8Hz), 1 1. 48 ( 1H, s) 
[0285 ] #55-1828 : 2 - ( 2-7'nt-3~7x 

x/LXf-x;l^>X7 5 K ) 
[0286] 
Ht6 9 3 



Bt0 2 C 



H0 2 C 



0 Br 



[O2 87)##0!27'Cl!3tW:2- (2-7D*- 

1 . 7 9 g ( 3 . 9 9 mm o 1 ) OX? /-/M 2 0 m 
1 ) BSC 1 M - jjcSMfc"*- h 'J «7 2 0 m 1 SriD 

U:„ ®®?*l$:»iS«x^;U-^-tyTSIS D B D t- SIB 
•tb-^l. 5 2g (JR*9 0. 5%) 



H0 2 C H 



[0288] NMR (DMSO— d 8 ) S : 7. 23- 
7. 29 (1H, m) . 7. 44-7. 52 (3H. 
m) . 7. 56-7. 72 (5H. m) .7.81(1 
H. dd, J = 8Hz, 1Hz) , 8. 03 (1H, d 
ri . .1 = 8 H 7. . 1 H 7. ) . 8 . 5 7 ( 1 H , d , J - 
8Hz) 

[0289] HMH39 : 2- (2-7x-*7S/- 

[0290] 
[ft7 0 ] 
HI) 2 C 




[02 9 1] ##M2 8T«3SLfc2- (2-7'n^- 
3 7 x rjl/Xf^lAyXT i; 1' ) KA#!»0 . 3 0 
g ( 0 . 7 1 mm o 1 ) COT— U V ( 2 m 1 ) Jg&tK 
K* l J^0. 1 1 g (0. 80mmo 1 ) &tf5w 
t. %c05Stt€ffl*iDi. 1 8 0°CT2B$rBlJD^i#t 

LtH&ffc^ttOJ 17g(JR^56. 3%>i»fc. 
[0 2 9 2] NMR (CD Cl 3 ) (5:6. 82(1 
H, s) , 6. 93-6. 98 (1H, m) , 7. 03 
- 7 . 1 0 ( 3 H , m ) , 7 . 14-7. 28 (8H, 
m) . 7. 38 ( 1H, dd, J = 7, 1Hz) , 7. 



43-7. 48 ( 1H, m) , 7. 79 ( 1H, dd, 
J = 8IIz, lllz) . 7. 97 < III. dd, J«8 
Hz, 1Hz) , 8. 20 (1H, d, J = 8Hz) , 
10.82(lHIR(v,cnr 1 ,KBr): 68 
8, 1 63 6, 1 604, 1 524, 1 240, 76 
2, 740 ; 698 

EL-MS (m/z, %) : 32 (m+, 67) , 4 
14 (5) ,296(100), 267(29) 
H£: 5 7 258*C 

[0 29 3] ##^J2 9 : 2- (2-7^757-5 

[0294] 
[flS7 1] 



(35) 
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[02 9 5] 2- (2-7^7$/ 
XT 5 H) KA*Ilxf-/l^6. 4 5k < 1 3. 82mm 

o i ) coit^fVT^y (80mi) mmzvv**)i> 

WJVTt&Wl* 3ml (16. 5 9mmol), 
y?DDh'X h y 7x-/L'*X7 >f yA B 7y 0m 
g (0. 1 3mm o 1 ) &tf 3 *>ftJ8 5 0 m s (0.2 
6mmo 1 ) fcini. . 5fflWLWl ^ 

«3Mt&»l4. 5g (JR*7 4. 6% £»fc. 
[0296)NMR(CI)CI 3 ) : 0. 25(9 
H, s ) , 0. 96 (3H, t . J = 7Hz) .1.4 
3 (3H, t, J=7Hz) , 1. 42-1. 50 (2 



BtO-jC 



HN 




v 0 

[02993 mm2 2 - ( 2-7+fr7 

*y-5-M)^ f-zl/v' U ;Uxf - " ;l/^y XT $ K ) 3c 
.&#ffi?Xf-/P4 . 3 6 g ( 9 . 9 9mm o 1 ) Of h y 
tKD75> (60ml ) mfflZlM-Th77~+>V7 
y*~<yi*yjU*V Kf h^t Hov5>1KRl 1 m 1 

(11. Ommo i ) £Jn;t. *}frT 1 BWBWtUfc. 
RB»ifcC*$:;lnj;L BH&x^-etttbUc. fflM* 

nasfiks sK£«ffii''«f*Lfc. asm* ^'j #5^7 

n-eb^57^-tHWIL.. gieft#Bl3. 06g (iR 
3?8 4 . 0%) 

[0300] NMR(CDC1 3 ) 5 : 0. 9 6 ( 3H 
, t, J = 7H z) , 1. 40-1. 52 (5H , 
m) . 1. 64 1. 72 (211 , m) , 2. 99 (1 



BtO^ 



A, 



[0 3 0 3]##fi?iJ30T«itL^2- {2-7+)VT 
S y 5 xfz;KyXr 5 K ) £,&#SSx^ 3 0 
Omg (0. 82mmol) «95/X-f ;l/7 5 V (10m 

1 ) ^(C4-3-Hxbo^y^fy2 7 0m 1 (1. 
0 9mmo 1 ) . M> 7x-WX7 4 V 

nyi/*7J±\A\\\% (0. 0 1 in mo 1 ) &tf**7\Wl 

8ms (o. 0 2-mmo i > *iDi, aat'i^iaaw 



HN ^ 



HN 

Bt0 2 C H 

Or". 

H. m) , 1. 62-1. 71 (2H, m) , 3. 14 
-3. 22 (2H, m), 4. 42(2H, q, J = 7 
Hz) , 6. 63 (1H, d, J = 9Hz) . 7. 1 1 

(1H, ddd, J-SHz, 7Hz, 1Hz). 7. 
4 2 (1H, dd, J = 9Hz, 2Hz) , 7. 57 

(1H, ri d ri . J = 8 H z , ' 7 H z , 1Hz), 7. 
8 6 (1H, d, J=2Hz) , 7. 95-8. 01 

(1H, m), 8. 09 (1H, dd, J = 8Hz, 1 
Hz), 8. 6 5 ( 1 H, dd, J = 8Hz, 1H 
z). 11. 69(1 H, s) 

[0297] #*W3 0 : 2- ( 2-7^7 i / -5 
-xl--)V<yX7$ H) SKAWRxfrt' 

[0298] 

Ift7 2] 



Et0 2 C H 



H . s ) , 3 . 16-3. 23 ( 1H , m) , 4. 43 
(2H , q 7 J-7H z) . 6. 65 ( 1H , d , J = 
9Hz), 7. 11 ( 1H , ddd, J = 8 Hz, 7H 
z; 1Hz), 7. 4 4 ( 1H , dd, J = 9Hz, 2 
Hz), 7. 57(lH,ddd, J = 8Hz, 7H 
z, 1H z ) , 7. 88 ( 1H , d, J = 2H z) , 
7. 98-8. 06 ( 1H . m) . 8. 09 (1H , d 
d, J-8Hz, 1H z), 8. 68 ( 1H , dd, J 
= 8Hz, 1H z) . 11. 77 (1H , s ) 
[0 30 1 ] ##1513 1 : 2- [ 2-7'^7a./-5 
- (4-^hD7x^/H xf-;KyX7SK] £,ft 

[0302] 
Hfc7 3] 

H 

Bt0 2 C 

^" 

U * N0 2 

CTBfe&U »IEft^ft3 8 3mK (IR*9 5. 8 

%) Srftfc. 

[0304] NMR (COClg ) : 0 . 98(3 
H, t , J = 7Hz) , 1. 40-1. 55 (5H, 
m) , 1. 63-1. 74 (2H, m) .3.17- 



HN _ 




0"v^a 



(36) 
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3 . 2 6 ( 2 H , in ) , 4 . 43(2H, q, J-7H 
z ) , 6. 71 ( 1H, d. J = 9Hz), 7. 11- 
7.16 (1H, m) , 7. 51 (1H. dd. .1=9 
Hz, 2Hz) , 7. 57-7. 6 5 (3H. m) , 
7. 9 5 ( 1 H, d, J = 2Hz ) , 8. 1 0 ( 1 H, 
dd, J = 8Hz, 1Hz) , 8. 20 (2H, d, J 
= 9Hz ) , 8. 68 ( 1 H, d, J = 8Hz) , 1 




[0307]##H31T*»W:2- [2-7+A>7 
s.y-5- (4--Kd7x-;H ifz/Ky^7S 

F] £,§.§88x^2 5 0 mg (0. 5 1mmol)<0 
s*** (10ml) iMK 1 M h U -7 A 

*»«2m 1 SrJOX., Sffl-Cl 80*ia«tfL^. £J£it 
«t2M-W»fc*Ii. RttHLfcffc, PWRxf-A'Ttt 

lOrag ()R^8 6. 4%) fcttfc. 
[0308]NMR(CDCl 3 ) <? : 0. 99(3 
H, t, J = 7Hz), 1. 44-1. 54 (2H, 
m), 1. 67-1. 76(2H, m). 3. 24 (2 
H, t, J-7Hz) , 6. 72 (1H. d, J-9H 
z), 6. 99-7. 0 5 ( 1H, m). 7. 50 (1 
H, dd, J = 9 H z , 2 H z ) , 7. 5 8 ( 2 H , 
d, J = 9Hz. 2Hz). 7. 63 (1H, ddd, 

BtOj-C H T l) 

[0 3 1 1 ] ##0fl3OT«tU:2- (2-7^-/1-7 
S y - 5 -lf-/KyX7 5 H ) £,g.#&xf-^ 3 0 
Omg (0. 82mmo 1 ) OS'Xf-^r 5 V ( 1 Om 

1 ) mWLlZ4-B 50mg ( 1 . 
0 9mmol ) , -/^ont'^h^i-WX?^ 
A5j/^i 1 4 m g ( 0 . Olmmol) Xtf 3 
8m« (0. 0 2mmo 1 »fiDt. Sa-C2l*IB«a* 



1. 82 (1H, s) 

[030 5] HJI0I4O : 2- [2-7+fr7$S-5 
- (4--ha7..x.-/U) if-^XTSK] 
SIS 

[03063 
Ht74] 




J = 8Hz, 7Hz, 1Hz), 7. 92 (1H, d, 
J = 2Hz), 8. 0 4 ( 1 H, dd, J = 8Hz, 1 
Hz), 8. 0 9. (2H, d, J=9Hz), 8. 18 
8. 30 (111, ra) , 8. 78 ( 111, dd, J = 
8Hz, 1Hz) , 11. 63 ( 1H, s) 
IRU, cm-». KBr) :3452. 2964, 2 
1 96. 1 658, 1 588. 1 520. 1 340. 1 
258, 1 218, 856. 748 
R T -MS (m/z. %) : 457 (m + , 1 4 ) , 4 
39 (89) , 4 1 0 (25) , 396(66), 36 
8(18), 350(13), 321(100) 
IJUS : 17 9- 18 OX; 

[0309] ##W3 2:2-1 2-7»W7 %S-5 
- (4-xr/7xX/P) x<f--iVKyX7z K] £A 

[0310] 
[fc7 5] 




CTWttfiU WEftA*21 Orng 01X3*5 4. 7 
%) 

[0312]NMR(CDC1 3 ) S : 0. 97(3 
H, t , J = 7Hz) , 1. 40-1. 52 (5H, 
m) , 1. 64 1.74 (211, m) . 3. 22 (2 
H. dt, J = 7Hz. 5Hz) , 4. 43 (2H, 
q, J = 7Hz) , 6. 70 ( 1H, d. J=9H 
z) . 7. 11-7. 1 6 ( 1 H, m) . 7. 4 5- 

7. 5 2 ( 1 H , in ) , 7. 55-7. 64(5H, 
m), 7. 93 (1H. d, J = 2Hz), 8. 0 8- 

8. 16 (2H, m) . 8. 68 (1H, dd, J=S 



(37) 



Wl 1- 1 7 1 S48 



Hz, 1Hz), 11. 8 0 ( 1 H , s ) 

[0313] mmim i : 2 - [ 2-y+>v7s.y - 5 

- ( 4 — i/T J~7 x —)V ) Xf-X/lx-syXTS F] £,& 



BtOjC H 



Co. 



H0 2 C 



CN 



[0315] ##053 2 - [ 2-7+H-7 

5 7-5- (4-y7./7.r.-;H xf--)K>XTi 
F] ^,&§lgxf-^2 1 Omg (0.4 5mmo 1 ) <?) 

: M*-?y (lomi) mmz 1 M-Tk&Mtt i- u 

t)£Mgx^-A^y(cTB& H B B U W£Ztt&Ml ■ 
2 Omg (1R$6 1. 0%) **fc. 
[0316]NMR(CDCI 3 ) 5:0. 9 9 ( 3H 
, t, J = 7H z) , 1. 4 1-1. 54 (2H , 
m) , 1. 67 1. 75 (211 , m) . 3. 23 (2 
H, t, J = 7H z), 6. 71 (1H , d. J = 9H 
z) , 7. 03-7. 09 ( 1H , m) , 7. 49 ( 1 
H . dd, J-9Hz, 2H z) , 7. 52-7. 56 
(4H , m) , 7. 65 (1H . ddd, J = 8Hz, 



BtOjC H 

6" 



[0319] &%M3 OTMfeltz 2 - ( 2-7+ frT 
i J - 5 -If^/K>X75 K ) 3cJft«Rxf-^ 3 0 
Omg (0. 8 2mmo I ) «=/Xf;P7iy ( 1 Om 

i ) mmz4 - 1 - f 

<>-fe"y4 1 Om 1 (1. 2 3mmol ) , y7out' 
Xhl)7x-;k*X7 4>^7>^2.14mg (0- 0 
lmmo 1 ) W3nMLJfl8mg (0.0 2mmo 1 ) 

msi-a 9mmitzik. 5^x^75 >•* 
mi 1 , u: . ir«i 1 zA<&vmm&*?Mxm u . 

v-U ijy)Vfu-? V 7v 7 -r -tUfRWrft. 
fb?t Yayyy ( 1 Om 1 ) Srflni. lM~rh7 
yf;U7yt->?A7WJ Hrh7t Fo7 7VSiS 
1. 3ml (1. 3mmo 1 ) ZMl. fofcC Iftf&til 

itus z*Rzsmm&MiTM<zmf i . n*«?K7 f 

X.+jU-»sXVy£X*m)tk t . 1 8 4 m g 



fflc 

[0314] 
[fc7 6] 

'n 



HN 



CN 



7Hz, 1H z) , 7. 9 1 < 1H . d, J = 2H 

7. ) , 8. 05 ( 1H , dd, J=8Hz, 1H z) . 

8. 78 (1H , dd, J = 8Hz, 1H z), 11. 
67 (1H , s) 

I R (v, cm" 1 , KBr) : 2 964, 2248, 2 
204, 1 654, 1 598, 1 530, 1 298, 1 
218, 834, 756 

EI-MS (m/z, %) : 4 37 <m + , 1), 41 
9 (1 00) , 390 (24) , 376 (85) , 34 
8(24) 

1 9 7-1 9 8°C 
[0 3 1 7] ##(?IJ3 3 : 2- [ 2-7^75./- 5 
(4 b Fo^y7x-/W xf-a/KyXTS HI 

[03 18] 
HL7 7] 



EtOgC 



MX 



a 



OH 



(JR*4 9. 0%) 

[0320]NMR(CDC1 3 ) 6 s : 0. 97 (3H 
, t , J = 7H z) , 1. 4 3 (3H t t, J = 7H 
z) , 1. 44-1. 54 (2H , m) , 1. 62- 
1 . 7 2 ( 2H , m) , 3. 17-3. 26 ( 2H f 
m) , 4. 43 (2H , q, J = 7Hz) ,4.90 
( III , s ) , 6. 68 ( ID , d, J-9II z) , 

6. 80 <2H , d, J = 9H z) , 7. 09-7. 1 
4 ( 1H , m) , 7. 4 1 (2H , d, J = 9H z) , 

7. 47(1H, dd, J = 9Hz, 2Hz), 7. 5 
5-7. 6 1 ( 1H , m) , 7. 88 ( 1H , d, J = 
2Hz), 7. 94-8. 00 ( 1H , m) . 8. 09 
( 1H , dd, 8Hz, 1H z) , 8. 67 ( 1H , 
d, J = 811 z) , 11. 74 ( III , s) 

[032 1 ]H»J42 : 2- [2-7*^75^-5 
- (4-bb'DJfy7x-/l')xf-;KyX7SH" 

[0322] 
[<t7 8] 



(38) 
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[0323) #»W33'CttlUfe2- r2-7*7P7 
S/-5- (4-t Hodfx7i-;l') x-f-^yX 
75 F ] $,B.#lgxf-/l/ 1 8 0 m g ( 0 . 3 9 mm o 

I ) <7)^Jf fy (20ml) jgflft;: 1 M-7j<ffi?€7 h 
U^^ymmi 0ml £J)P;L, M&T'4I^WLX% 
&^it<g(=2M-JSI?£;!jp,c. Wilzlfdk. SKxf- 

fc. asft*iii^^*t>Kiif=L. sic 

^1llll6mg (JR*5 6. 7%) 
[0 3 24] NMR (DMSO-d 6 ) 8 : 0 . 94 
(3H , t, J-7H z) , 1. 3 6- 1. 46 ( 2H 
, m) . 1 . 56-1 . 64 ( 211 , m) , 3. 18 
-3. 24 (2H , m) , 6. 76-6. 84 (3H , 
m) , 7. 18-7. 24 ( 1H , m) , 7. 32(2 

II , d, J = 9I1 z) , .7. 48 ( 111 , dd, J=9 



0 




i 

Ue 



[0327] 2- (2-^^75/- 5-3-F7x 
-4-^V-4H-3. l-0-y'df-t->'>5 
0 0ms ( 1 . 32mmol) <0 F 'J X-f-)V7 5 V ( 1 
0ml) m/v' b 5 1 FD 7 7 y ( 1 5 m 1 ) JgffitlX 
f-x/l^y-tfyo. '2ml ( 1 . 7 2mm o 1 ) , x'7 
nDt'XM)7.T.-.'l'*X? -f yny-J^L, 1 0m g 

(0. Olmmo 1 ) &l/3'7fLffi6mg (0. 0 2m 
mo 1 ) Srflp*., SS#Bi£vTSS"C4 BtraJIfJ^ Lfc 

h «J <7XoWS» tUDifcfts 
fflteS***-*^ (20ml) CjgflfU 1 M-*iMk 

^ f y v&imtsi i o m i $rip/_, gar 1 smmmw 

ms^ap*.. Pisx^/wT-aaiL.^. 3r»i**Rtfl6 
stftabkT-jRiWJti* u *8*afflw- h y ? A-ciaw*. 

fflS**ETff*U;. SS^SrPKx^-Avdf^y 
ICT JHifl t . MEfc&fe 340mg(lR^69. 7 

%) 

[0328] NMR (l)MSO-d 8 ) & : 2 . 2 8 
(3H, d, J=5Hz) , 6. 79 (1H, d, J = 
9Hz), 7. 18-7. 2 4 ( 1 H, m) , 7. 38 




Hz. 2H z) . 7. 61-7. 67 (1H . m) , 
7. 8 4 ( 1H . d. J = 2Hz) . 8. 0 0~8. 0 
7 (2H , m) . 8. 53 (1H , dd, J-8Hz. 
1H z ) , 1 1 . 96 ( 1H , s ) 
IR U , cm' 1 , KRr) : 3 3 3 6 , 2964. 16 
48. 1606. 1526, 1256, 1210. 83 
6. 762 

E I -MS (m/z, %) :428 (m + , 4) , 4 1 
0 ( 1 00), 381 (0) . 367 ( 1 7) . 32 1 
(20) 

R£: 1 9 7-1 98°C 

[032 5] 30tW43 : 2- (2-.X-W$/-5 
-7i-^xf-;K>X7i F ) SEAStt 
[0326] 
[fc7 9 ] 

lie 



l 




-7. 46 (3H, m) , 7. 48-7. 53 (2H, 
m), 7. 56 (1H, dd, J = 9Hz, 2Hz), 
7. 65 (1H. ddd, J=8Hz, 7Hz, 1H 
z). 7. 88 ( 1H, d. J-2Hz), 7. 90- 
7. 96 (1H, m) . 8. 03 (1H, dd, J=8 
Hz, 1Hz) , 8. 54 (1H, rid, J = 8Hz, 
1Hz) , 1 1. 93 ( 1H, s) 
IR(i/, cr'.KBr) :3404, 2208, 1 
664, 1 528, 1 2 14, 756 
CI MS (m/z, %) : 370 (ml, 100) , 
352(48). 323(7). 233(02) 
MM.2 0 5-20 6'C 

[0329] #*<FJ3 4 : 2-X^7S/-5-7x 

[0330] 
l<t80) 

H He0 2 C H HeOzC 

[033 1 ] 2-Xf^75y~5-3-H^&#^ 
f-/U2 . 24g(7.86mmol) <ni?X.+iV7 $ V 
(25ml) SiiSfcxf-^/U^y-lf V 1 . 0ml ( 9 . 



(39) 



4 3mmo 1 ) s ^ODt'X h >J 7i- <r V 
>%y V*7l± 5 5 m g ( 0 , OSmmol) *JWM 
30m g (0. 1 b mmo \ ) •kML.W&TZ 2 A*m 

h/57^-TIML. WMfc£»l. 26g (IR*5 
7. 4%) fcffcfc. 

[0332] N M R (CDC 1 3 ) * : 1. 33 (3 
H, t. J=7Hz), 3. 26(2H, ddd, J = 
14Hz, 7Hz, 5Hz) , 6. 6 5 (1H, d, J 
= 9Hz), 7. 2 8-7. 35 (3H, m) , 7. 4 
0-7. 52 (3H. m) , 7. 80-7. 80 (1 
H, ml, 8. 11 (1 H, d, J=2Hz ) 

[03 3 33 ##(5113 5 : 2 -X?-;l/7 $ / - 5 - 7 x 

[03 34] 



[«8 1 ] 




[0339] ##0B 5TSJ8U: 2 -xf-/U7$ 7 - 
5 -7x-;l'Xf-;^,@.#i4 0 0 m g ( 1 . 5 1m 

mo i ) comfc^y-ey®® (i5mi ) cii^iw, 

TJB-fkf-^— ^0 - 13ml (1. 8 1 mm o 1 ) Srfln 

@%|<0il* h^xy (20ml) 2 -7 $ 7g 

.f-SffiO . 2 5 g ( 1 . 5 1 mrno 1 ) Mf&Mti V ^ 
AO. 2 1 g ( 1 . 81mmo 1 ) S*#H$5 

iMtmtim. *an*4Niu mmm^Mz 

ftO. 25g (IR*6 0. 4%) £»fc. 
[0340] NMR (DM SO d 6 ) 8 : 1 . 2 3 
(3H, t, J = 7Hz), 3. 20-3. 26(2 
H, m) , 6. 83 ( 1H, d, J = 9Hz) , 7. 1 

CG 2 H 



»HPP1 1-17 184 8 

[0335] #^#l] 3 4 T«ia L 2 -Xf-;17 $ 7 - 
5-7xX^X^-x/^g.#^^-;H. 26g(4. 
5 1 mrno 1 ) C0X^y-;K 2 Otri 1 ) jgjfcfclM- 
*BMt-f f- D 1 0 m 1 fc jDi » 3 ■MOMBI 

«UHI*. x?7-/W£METS:£;U:. affib(c2M 

^-■^•frytrttfttAU *£fc£«!0. 96g (JR 
*8 0. 2%) 

[0336] NMR (DMSO-de ) 8 : 1. 2 2 
(3H , t, J = 7H z) , 3. 2 5 (2H , q. J = 
7H z) , 6. 77 ( 1H , d, J = 9H z) , 7. 3 
0-7. 43 (3H . m) , 7. 48-7. 55 (3H 
, m).7.94UH.d. J = 2Hz) 
[ 0 3 3 7 3 0dtffl4 4 : 2- ( 2 -X+frT 5 / - 5 

[0338] 
[ft8 2 3 




8-7. 24(1H. m) , 7. 37-7. 46(3 
H, m) , 7. 4 8-7. 56 (3H, m) . 7. 62 
-7. 68 ( 1H, m), 7. 89 ( 1H, d, J=2 
Hz), 7. 93-8. 00 (1H, m), 8- 03 
(1H, dd, J = SHz, 1Hz), 8. 52(1 
H, dd, J = 8Hz, 1Hz), 11. 9 5 ( 1 H, 
s) IR<«/, cm-i, KB r ) :3328, 2972, 
221 2, 1 654, 1 534, 1 252, 1 222, 
7 5 6. 

E I -MS (m/z, %):384(m+, 100), 
366(92). 337(22), 323(27), 2 
47 (44) , 232 (25) 
MM- 202-204'C 

[0 34 1 3 *#W3 6 : 2- (2-70^7$/- 

5 3- r-^yxra k ) £.6.#i?x-*-^ 



[03423 
[<L8 3 3 




(40) 
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[034 3] 2-rnL°;L-TSy-5-3-KS-&SK 
1. 2g (3. 93mmol) CO^Ky^yMW. ( 2 
Oml) fcSW8H«Tfflfcf'tf-;l'0'. 34ml 
(4. 7 2mmo 1 ) iMt. l^M^M^tt^. 
8iS£«EETS£U:. ^«>£**h*xy (3 0m 
1 ) iS&C:, 2-75 /£J.#K?x^-;W 0.7ml 
(4. 7 2mmo 1 ) RTfOitf&fi ') "7 -A 0 . 65g 
(4.72 mm o 1 ) Ztittl . 2*3fflJllT7B$iaMi 

xf-yk-^-tyfe-CWSftL, WKfc£ftl • 0 g 
<JR¥5G. 3%) 5rft£. 
[0 34 4] NMR (CDC 1 3 ) 6" : 1. 0 2 (3 




[034 7] ##W3 6Tt!itlfc2- (2-7nt> 
T 5 J 5 £,I.#B?X^U 5 0 

0rng(l. lOmmoDOyXf^TiydOm 

1 ) IIClf-ZK^^O. 16ml ( 1 . 7 8m 
mol), O D b'X MJ7s -rt-*X7 •< >>n s > ^ 
-72.1 Omg (0. Olmmo 1 ) M37(tffl6mg 

(0.0 2mm o 1 ) fcjn£, SB? 2 0 IffiJfllft Lfc 

BgfcftU HHEflteftO. 3 8g (IR*8 1. 8%) * 

[0348] NMR, (CDC 1 3 ) f! : 1. 04 (3 
H, t, J=7Hz) , 1. 43 (3H, t, J = 7H 




[035 1] **W37TtSitUi:2- (2-TohVU 
7=/-5-7x ^/HfZiKVXT 5 K ) S.ftSS! 
xf-/U3 80mg (0. 8 9 mmo 1 ) WJXWy 

(20mi) mmz i M-*Kfl:^ n 'J ^-Mcssi i o 

^-^t>CtSS t . «EftA* 2 5 0 m g ( JR 

$70. 5%) zntz. 

[0352] NMR (DMSO-d 6 ) 8 : 0 . 98 
(3H , t, J = 7H z) . 1 . 63 (2H . hex, 



H, L, J~7Hz) , 1. 45 (3H, I . J-7H 
z), 1. 70(2H, hex. J = 7Hz), 3. 1 
2 ( 2 H , at, ,1 = 7. 5 H z ) , 4. 44 ( 2 H . 
q, J = 7Hz) , 6. 50 ( 1 H, d, J = 9H 
z). 7. 11 (1H, ddd, J = 8Hz. 7Hz, 
1Hz) . 7. 52-7. 60 (2H, m) . 7. 75 
-7. 84 (1H, m). 7. 96(1H. d. J = 2 
Hz), 8. 09 (1H, dd, J-8Hz. 1H 
z) , 8. 67 ( 1H, dd, J = 8Hz. 1Hz), 
11. 74 ( 1H, s ) 

[0 34 5]#:#fFiJ3 7 : 2- ( 2 -7'nt/l/TS /- 
5-7z-yl^xf^KyX75 H ) £,S.#IfXf-/l< 
[0346] 
UL8 4] 




z) , 1. 72 (2H, Hex, J = 7Hz). 3. 18 
(211, dt, J = 7. 5IIz) ,4.43 (211, 
q, J = 7Hz), 6. 69(1H, d. J = 9H 
z) , 7. 12(1H, dddJ=8Hz, 7Hz, 1 
Hz) , 7. 28-7. 36 (3H, m) . 7. 47- 

7. 5 3 (3H. m) , 7. 58 ( 1H. ddd, J = 
8Hz, 7 H 7. , 1 H z ) , 7. 92 (1H, ri, .1 = 
2Hz), 8. 00-8. 06 ( 1H, m), 8. 10 
(1H, dd. J = 8Hz. 1Hz) , 8. 68 (1 
H, dd, J = 8Hz, 1Hz) , 11. 77 (1H, 
s) 

[0 34 93 Hlt(?iJ45: 2- ( 2-7'DtVPTS /- 

[0350] 
[<L8 5] 

H0 2 C H T ] 

J = 7Hz ) , 3. 14-3. 24(2H, m) , 6. 
83 (1 H ? d, J = 9Hz) , 7. 1 8-7. 25 
(1H, m) , 7. 38-7. 45 <3H, m) . 7. 
48-7. 56 (3H, m) , 7. 60-7. 68(1 
H, m ) , 7. 90 ( 1H, d, J = 2Hz) , 8. 0 
3 { III, dd, J = 8Il2, 1Hz) , 8. 07 

8. 12 ( 1H. m) , 8. 52 (1H, d, J = 8H 
z) , 11. 95 (1H. s) 

IR (k, cm-i, KBr) : 3324. 2212, 1 
658, 15 3 2, 1 2 54, 1 22 0, 756 
E I -MS (m/z, %) : 3 98 <m+, 1 00) , 
380 (3 5) , 35 1 (27) , 3 23 (7) . 23 



(41 ) 



1-17 184 8 



(58) 

1 9 3-1 9 4'C 

[0353] mm?>8 



2- {2-7+tV7$J-5 



E10 2 C 



0 



[035 5] #^0iJ3 0Tf35SU:Xf-/l/2- (2-7 

fvwr s / - 5 - 3 - pKyxr 5 k ) KJMWtxf-a- 

500mg (1. 0 7mmo I ) «yXWJy ( 1 
0ml) SR8[tX-f-;I^y-tfy0 . 16m! ( 1 . 7 
8mm o 1 ) s -/?OPt^MJ7i-;W;r;<W< 
5y'Wa0mg (0. 0 1 mrno 1 ) &l/3'7fbil')6 
mg (0. 02mmo 1 ) £jD/_. SAT 1 9 PflflffltfP 

fcTWBAU BIMMHtO'. 38 g (IR$80. 6 
%) 

[0356]NMR(CDC1, ) 5:0. 97 (3 
H, t, J = 7 H z ) , 1. 4 3 ( 3 H . t. J = 7 H 



Bt0 2 C H 



[0359] ##0)J 3 8T«et Ifc 2 - ( 2 - 
= /-5-7x - iV^-)VKvXr 5 H ) $.«.#Kx 
f;l/380mg (0. 86mmo 1 ) tfO^'^f-y (2 
0ml) fgflSlC 1 M -*mt1- V 'J •> &*mn 1 0 m 1 

s-jni. 6B9BBiiiJsaiaLfc. RjE»«e2M-«»£ 

SOL RttfcLfc*, IHSxf-^TttSfiLfc. *f«JI£ 

Stt3r8flETe*U:. »B***»x*^- 
'vfrlfyfcTffiBfiU «^j2 9 4mg (iR*8 
2. 7%) 

[0360]NMR(CDC1 3 ) 8 : 0. 98(3 
H, t. J = 7Hz), 1. 48(2H, hex, J = 
7Hz) ,1.6-1.74 (2H, m) , 3. 22 
(2H. t. J = 7Hz), 6. 71 (1H, d, J = 
9Hz), 6. 93-6. 98 (1H. m) . 7. 23 
-7. 30 (2H, m) , 7. 48-7. 54 (3H, 
m) , 7. 60 (1H, ddd, J=8Hz, 7Hz, 



H0 2 C 



*0 



- 7 x Z.^Xf>X/l^>X7 i 
[0354] 
[ft8 6] 

BN 

E10 2 C 



3 

5 2 ( 
3. 
q. 



0 

z )T 1 . 4 3-1. 
1. 7 4 (2H, m) 
m) , 4. 42 (2H 
( 1 H, d ; J = 9Hz) , 
H, m), 7. 26—7. 3 
-7. 54 (3H, m) , 7 
m) . 7. 91 ( 1H, d, 
8. 04 ( 1H. m) . 8. 
Hz, 1Hz) , 8. 68 ( 
1 H z ) , 11. 76 ( 1 H 
[03 57] mmtt 6 : 2 
- 7 x ^Xf^/K >X7 
[0358] 
[ft8 7] 



2 H . m > . 1 . 6 4 - 
18-3. 26 (2H, 
J = 7 H z ) , 6 . 6 9 
7. 09-7. 14(1 
6 ( 3H, m) , 7. 4 7 
. 54-7. 62 ( 1 H, 
J = 2Hz) ,7.97- 
10 ( 1H, eld, J = 8 
1H, dd, J=8Hz, 
, fO 

- (2-7>;l/TSy-5 



HN 



7. 9 1 ( 1H, d, J = 2Hz) , 8. 0 
dd, J = 8Hz, 1Hz) , 8. 78(1 
J = 8Hz, 1Hz) , 11. 68 (1H, 



KBr) : 
1 652, 



3368, 
1 528, 



33 20, 
1 2 5 2, 



H0 2 C 

a 1 

1 H z ) , 
0 ( 1 H, 
H, dd, 
s) 

IR(c, c in" 
9 6 4, 221 6, 

2 18, 7 56 

EI-MS (ra/z, %) : 4 1 2 (m + , 100), 
394 (26) , 35 1 (22) , 323 (7), 23 
2(71) 

B!£:188 18 9-C 
[036 1 ] mm\A 7 : 5-?00-2- 

is 

[0362] 
[fc8 8] 



H0 2 C H 

.a' 




■X) 



0 N 



■ Ti 



(42) 



wem 1-1 7i 84 s 



[0363] 4 - Ov/Lot^ y-2-7i -/IT 5 7 
gj.#&0 . 50g(l. 56mmol) 
y ( 1 Otn 1 ) BRJSfflJRTa^f-*^* 
0. 28g (2. 35mmo 1 ) Mt. *#T2«*IB!8! 
tfLfcft. aWtHErffiU:. MfflWHHfcXf-l' 
y(lOml) »«£2-T5>'-5-?nn£A#g& 
0. 40g (2. 35mmo 1 ) $tf b l>X?-/l/7" 5 V 
0. 65ml (2. 3 5mmol)«8fl^f^(l- 
5ml) Sfflfl 7i*t8IHH*U:. £J£ 

siKfc*«:fln£ , mt* + u y-caiffl L£ . mi $• 1 

D # yVl^^ n?f/77< -Rl/T*. b — b D M? h<T> 
nUATfHS L . SRMKd* 3 9 0 m g (Q* 5 3 . 0 
%) 

[0364] NMR (DMSO-dj ) 8 : 5. 14 
(2H. s), 6. 6 2 ( 1 H. rtrt, J — 9 H z , 2 
Hz) , 6. 80 ( 1H. d, J = 2Hz) , 7, 0 2 



K0 2 C 



[0367] 4 -"^yi^M"*^- 2-7 x-/l/7 £ 7 
3c&#»5 OOmg (1. 5 6 mm o 1 ) U 
y ( 1 5m 1 ) Jg-ftf-^-A-f 1 8 6mg 

( 1 . 56mmol)M, *;£T 2 Bf fgJMf Ul&, 
»«£*EETff*Ufc. «WftO«MtXf-Wy (10m 

1 ) 2-7S/-4-HJ 7;b* n.* f7P£.&# 
g480mg (2. 35mmo 1 ) HffBSBtfrVVAS 
3 9m g ( 3. 9mm o 1 ) <D&-ft*f"Uy (15m 

i)Wwk«c«tu mrastfra, kux^ts 

yiml (2. 3 5mmo 1 ) SrjDi., 3£fcSiBTl 

»U «^13 7 0mg (K^4 6. 5%) 

[03 68] NMR (DMSO-d t ) 8 : 5. 13 
(211, s) , 6. 64 ( III. dd, J = 9IIz, 2 




(1H, L, J-7Hz) , 
7Hz) , 7. 2 5-7. 4 

( 1 H , dd, .1 = 9 H z , 
H, d, J = 9Hz) , 7. 
z) , 8. 59 ( 1H, d, 

( 1 H, s ) , 11. 87 ( 

IR(f, cm" 1 , KBr) 
434, 1 256, 7 52 
E I -MS (m/z, %) : 
6 ( 15), 329 ( 1 3) 

(10), 119(10), 
HA: 229-230'C 

[036 5] mUmi 8 : 2 
2-7x-^75/^yX7 

[0366] 
[ft8 9] 



■°*5 J. I 



7 . 1 2 ( 2 H . d , J - 

1 ( 7H, m) . 7. 6 9 

2 H z ) , 7 . 7 4(1 
96 (1H, d, J = 2H 
J = 9Hz) ,9.70 
1H. s) 

: 1 652, 1 582, 1 

472 (m+, 6) . 38 
, 301 (7) . 25 1 
9 1 (100) 

5 b') -4-b'J7;^n 




t "O 



Hz) , 6. 79 (1H, d, 
(1H, t, J = 7Hz) , 7 
= 8Hz, 1Hz) , 7. 27 
m) , 7. 53 ( 1H, dd, 
7. 76 ( 1H, d, J-9H 
d, J-8Hz) , S. 95 ( 
z) , 9. 60 ( 1H, s) , 
TR <i/, ctti-i, KRr) : 
573, 1 52 1, 1 233, 
E I -MS (m/z, %) : 5 
88 (9) , 446 (4) , 3 
,7) ( 30 1 (39) , 300 
(9). 211(7). 9 1( 

2 0 7-208'C 
[0369] SMI014 9:3- 

2-7x^r$y^yxrs 

[0370] 
Ift9 0] 



J = 2 H z ) , 7 . 0 3 
. 14 ( 2 H , d d , J 
-7. 44 (7H, 
J=8Hz, 1Hz) , 
z) , 8. 21 (1H, 
1 H, d, J- 1H 
12. 00 (1H, s ) 

1 645, 1 597, 1 
74 9 

06 (m + P 53) , 4 

2 9 ( 5) , 302 ( 1 
( 16) , 272 
100) 

( 4 -Kyi/fU^^is — 
K) -2-+7^1^y* 




(4 3) ttHPPl 1-1 7 184 s 



[037 1] 4 -Oisll-tti'- 2 - 7i-)L7 S J 
£,§.Sflg5 0 0m g ( 1 . 5 6 'mm o I ) iDg-ft^U 
V { 1 0 m 1 ) S»t. *»T«fl:f'*^ 1 8 6 m g 

( 1 . 5 6mmo 1 ) fcjni. 2BfflHRtf Lfc. 
3 -T 5 / - 2 1 7? U y^yU*y»4 3 8m g 

(2. 34mmol)»tf. h'jXf-^Tc^l . 09 
ml (7. 8 3mmo 1 ) <r>WO^> ( 1 5m 1 ) 

L . *S*WK+ Mi A mitt . 8 
«SS:«Ef S*Lfc. 5£»£x? J-M^WASt 
U Sia-ft^4 38mg (UX$57. 0%) 

[0372] NMR (DMSO-d 6 ) $ : 5. 15 

(2H, s) , 0. 0 4 (1H. dd, J = 9Hz, 2 
Hz), 6. 83 (1H. d, J = 2Hz), 7. 03 

(1H, t, J = 7Hz), 7. 1 5 • ( 2 H , d . J = 
8Hz) , 7. 29-7. 42 (7H, m) , 7. 50 

(1H, t, J = 7Hz), 7. 63 ( 1H, t, J = 



H0 2 C 



[03 7 5] 4 2-7 x - /U7 5 J 

£&fS580mg (1. 8 2mmol)^)B<b«tl/ 
y(10ml) mmiCs *!ftTMf*-/^3 2 4 m 
g(2. 7 2mmo 1 ) Joi. jWlW2B*BBBf Lfc 
ft. *«*«ETB£U:. Wmrtmit+VV ( 1 
Oml ) iMfc2-75/-5-^hP$A«fc3 6 5 
mg(2. 0 Onimo. I ) J&Xf. h'jxf*;i/7$ y o . 
7 6ml (5. 46mmol ) OJBfllX (10m 
1 ) *JKfc:fflTU SET 2 OKHfflBB^Lfc. S05$?£ 

L s Sf&ffr£tt440mg (IR*5 0. 0%) 
[0 3 7 6] NMR (DMSO-d 6 ) 8:5. 0 4 
(2H, s) , 6. 51 <1H. dd, J=9Hz, 2 

Hz), 6. 82 (1H, d, J = 2Hz), 7. 10 



H0 2 C 



0~ 



8Hz), 7. 8 1 ( 1 H, 
4 ( 1H, d, J=8Hz) 
= 8Hz ) t 8. 74 ( 1 H 
s) , 9. 87 (1H, s) 
IR(y, cm" 1 , KBr ) 
64 2, 1 546, 1 254 
E I -MS (m/z, %) : 



d, J-9Hz) , 7. 9 
, 8. 05 ( 1H, d, J 
, s) , 9. 04 (1H, 
, 12. 06 ( 1H, s ) 
: 3 35 2, 1 694, 1 
, 740 

488 <m+, 5) . 44 



6 (9), 386 (6) , 330 (5) . 329 ( 1 
0) , 328 (5) . 25 1 < 1 1 > . 1 29 (9) . 
121(9), 119(10), 97 (8) , 91 (7 
2) 

116 : 2 6 8*C 

[0373J1W50 : 2- ( 4 -<>i?>l**>'- 
2-7x-^75y<>'X75H) -5--bc?3cAS 
IS 

[0 3 74] 



H0 2 C H (T^f 



■vQ 



(1H, dd, J = 7 H z , 7Hz), 7. 17(2 

H, dd, J = 8Hz, 1Hz), 7. 30-7. 41 
(7H, m), 8. 45 ( 1 H, dd, J = 9Hz, 2 
Hz) , 7. 72 (1H, d, J=9Hz) , 9. 00 
-9. 1 0 (2H, s ) . 9. 91 (1H, s) , 1 

I. 99 ( 1H. s) 

1 R (v, cnr J , KBr) 
550, 1 228, 7 56, 
FAB-MS (m/z , %) 
302 (1 00) 
MA' 20 2-203'C 
[0377]M5 1 : 5 -~ hn 2 (2 
-;U7 5 J 4 - 7x-/l/Xf-jKyXr a Y ) 

n 

[0378] 
Hfc9 2] 



1 6 94, 1 6 58, 1 
744 
484 (M-H, 3) , 



7x 



0"^ 



H0 ? C H 



.jO 



[0379] 2 - 7 x -JUT ^ 7 - 4 - 7 x ~/UX ?- ~ ;l^at»2 0 0mg (0. 6 4mmo 1 ) (^)fi<Wf 



(44) 



*SH¥1 1-1 7 1848 



VV ( 1 Oin 1 ) jg?»C, -mf^WL^-^ 1 1 4 
mg ( 0. 96mmo 1 ) Ml. tR&T* 2 SrflaltiJf U/c 

Orn 1 ) Jg»*2-75./-5--hn3e,§L*Kl 74 
mg(0. 9 6mmo I ) M> x-f-'WT $ > 0 . 

2 6ml (1. 9 1mmol)«b<fl'>(10m 

ft, ****ETS3cLfc. aWWSr^y^y^n-? 

U *£fc£«jfr9 2mg (JR*3 0. 0%) Srfcfc. 
[0380] NMR (DMSO-d 6 ') 5: . 07 (1 
H, t, J = 7Hz) , 7 . 13 (1H. dd, J = 
8Hz, 1Hz) , 7. 23 (2H, d. J = 7H 



H0 2 c 



vO 



[0383] 4-<>-x>5l- d f^-2-7x-;UTi/ 
5 OOmg ( 1 . 5 6mmo 1 ) tmSLt&V 
y(lOml) ®mz. mt^-X-fcO . 1 5 m 1 
(2. OOmmo 1 ) Jni. SiBTlWriafflWPLJttt. 
»S£*ETS*U:. »SttOHl<xv (20ml) 
2-TSy-5-t Kn*i'£,f.#It2 4 0m 
g(l. 56mmol)WWJ7A330mg 
(2. 3 9mmo 1 ) %twl. 2 O^MfefiiitLfc. 

- h V ^fi^tmt&gnX'Wk L . 2 4 3 m g 

(JR^3 4. 0%) SrffJt. 
[0 384] NMR (DMSO d„)S:5. 13 
(2H, s) , G . 59 (1H. dd, J = 9Hz, 2 
Hz), 6. 80(1H, d, J = 2Hz), 6. 98 



0' 



H0 2 C 



[0387] 2-7x^7^y-4-7x^Xf« 
/P£A#R2 5 0 in g ( 0 . 8 0 mm o 1 ) VtisAC*^ 
Uy ( 1 5 m 1 ) SjRC. ffifl^*-'^ 0 . 0 7ml 

(0. 9 6mmol)iPi. 1. 5 HflSJSfitlSft U: 



z) p 7. 34-7. 59 <8H, m> ,7.83(1 
H, d, J=8Hz) . 8. 49 (1H, d-d, J = 9 
Hz, 3Hz), 8. 76 (1H, d, ,T = 3Hz) , 
8. 84 (1H, d, J = 9Hz) , 9. 27 (1H, 
s) , 1 2. 48 (1H, s) 
IR (*/, cm-i, KB r ) : 22 1 2. 1 704, 1 
636, 1 596, 1 5 14, 
FAB-MS (m/z, %) 
0) 

248-250°C 

[0381 ] mmms 2 : 2 - ( 4 -<>^m-*^- 



1 220, 762 
4 76 (M-H, 1 0 



[0382] 
[ft9 3 3 



0 N 



3 364. 
1 54 6, 
1 252. 



1668, 1 
1524, 1 
1 226, 1 



-7. 04 (2H, m) , 7. 11 (2H, d, J = 8 
Hz) , 7. 2 5-7. 43 (8H. m) ,7.72 
(1H, d. J=9Hz), 8. 31 (1H. d, J = 
9Hz), 9. 61 ( 1 H, a ) , 9. 8 3 ( 1 H , 
s) , 11. 62 (1H, m) 
IR (c, cm' 1 , KBr) 
644, 1 6 14, 1 588, 
498, 1472, 1 288. 
1 92. 762. 740 

FAB-MS (m/z, %) : 4 53 (M-H, 1 0 
0) 

SJL52 1 2-2 14°C 

[0 38 5] WIW5 3 : 5-/UO-2- (2~7x 
=7W7 5 7 4- 7i^;Uf-;KyX7 5 H ) %MM 

m 

[0386] 
[ft94] 



H0 2 C 

jcr 



1*. 8«£«BETe*Lfc. aSWb^y (2 0m 
I ) 2-7Sy-5-^nn$ISR171m 
g ( 1 . 0 mm o 1 ) S^fiS* li 2 7 6 m g 
(2. OmmoD^te, 2 0«*BHW!Sai8SLfc. R 



45 



3 0 0mg (IR*8 0. 0%) ttfc. 
[0 3 88] NMR (DMSO-d 6 ) 5 : 7. 06 
(1H, t, J = 7Hz). 7. 11 (1H, dd, J 
-8Hz, 1Hz), 7. 22 (2H. d, J-7H 
z) , 7. 33-7. 39 (3H, m) , 7. 4 1 - 
7. 46 (3H, m) , 7. 54-7. 59 C2H, 
m), 7. 71 (1H, dd. J=9Hz, 2Hz). 
7. 80 (1H, d, J = 8Hz), 7. 9 7 ( 1 H. 
d. J = 2Hz), 8. 57 (1H, d. J = 9H 

H0 2 C / T 

. "D 

[039 1] 2 7x-^75y 4 7x-/Hf- 
;1^,S»#1S 5 0 0 m g ( 1 . 6 0 mm o 1 ) Wig-ft* ?• 
l/y(20ml) «C, JSfcf-tf-A'* 0 . 15ml 

(2. OOmmo 1 ) HDi. ^TlBSRHaffLfctL 
S«fc«ifcTe*L?i. SWOWL-xy (50ml) 
«t-, 2-TSy-5-t Ho^i^fAS»2 9 4m 
g(l. 9 2mmo 1 ) SV^BS*'J T 7A2 6 6mg 

(1.9 2mmo 1 ) fcAii. 2 OB*fflllfl5fe*8ttU:. 
£J6»«* 1 M -JSlTCKttfc Lfc&> 4ffKl L 

5 0 0mg (IR*70: 0%) Srfcfc. 
{03 9 2] NMR (DMSO-d 6 ) S : 7 . 0 3- 
7. 13 (3H, m), 7. 23 (2H, dd, J =8 
Hz, 1Hz) , 7. 34-7. 45 (7H, m) , 




[03 9 5] 2 7x^/1-7 $y 4 7x-/Hf- 
^,S.#IS5 OOmg ( 1 . 60mmo 1 ) eOE-ffc* f" 
|/y(25ral) JgjRC. ig-ffc^x;^ 0.4ml 

( 1 . 9 2mmo 1 ) flu*., igiSTl . 5B#ISffli#U: 
«L jf«£?£E K«*Lfc. mme>h>l>x.> (5 0m 

50mg (1. 92mmo 1 ) BX/RBM U-7A2 6 5 



flfflPPl 1-1 7 184 8 

z) , 9. 30 (1H, s) , 12. 00 (1H. s) 
lR(u, cr'.KBr) :3384, 3208, 1 
704, 1 636, 1 608, 1 580, 1 550, 1 
518, 1496, 1 2S6, 1 222, 1 222, 1 
188, 7 5 0. 69 2 

E I -MS (m/z, %>:466(m+. 4). 29 

6 (6) , 295 ( 1 0) . 9 1 ( 1 00) 
116: 2 5 6-2 5 7*C 

[0389] H»J54 : 5-fc (2- 

7 x ~)VT S V - 4 - 7 t. ;jHfz;KyX7 s F ) 

[0390] 
Ut9 5 ] 




7.54 7. 59 ( 211, m) , 7. 79 ( III, 
d. J = 8Hz), 8. 29(1H, d. J = 9H 
z). 9. 41 (1H, s), 9. 68 (1H, s). 
1 1. 58 (1H, s) , 13. 58 (1H, m) 
IR(./, cm i, KBr ) :3344. 3048, 1 
680, 1 648, 1 588, 1 534. 1498. 1 
4 1 6,1 290, 1 254, 1 220, 754 
FAB-MS (m/z, %) : 44 7 (M-H, 10 
0) 

M£: 2 3 3-234'C 

[0393]^»J55 : 3- ( 2-7x-^7$ J- 
4 - 7 x -yHf^^XT 5K)-2-^7^U> 

[0394] 
[fc9 6] 




mg ( 1 . 9 2mm o 1 ) SrflO*.. 2 OBlFIMSat 
fc. R*S»«*lM-aiTClElxtLfc(*. 

dssl. miMk-S'mz 2 s 6 m g 

(IR*3 7. 0%) fcflfc. 



(46) 



ttRPPl 1-17 184 8 



[03 9 6] NMR (DMSO-de ) d : 7. 07 

(1H, t, J = 7Hz) , 7. 14 ( 1H. dd, J 
= 8Hz, 1Hz) , 7. 25-7. 29 (2H, 
m> , 7. 35-7. 46 (6H, m) , 7. 5 0- 
7. 60 ( 4 H , m ) , 7. 62-7. 6 8 { 1 H , 
m> , 7. 87 ( 1H. d. J = 8Hz), 7. 94 

( 1H, d, J = 8Hz), 8. 07 ( 1H, d, J = 
8Hz) , 8. 75 <1H. s) , 9. 04 (1H, 
s) , 9. 47 ( 1H, s) , 12. 1 1 (1H, 
s) , 13.6-14. 4 ( 1H, m ) 

IR(u, cm 1 , KB r ) : 3360, 3132, 3 

H0 2 C^ ' 

■0 

[0399] 2-7x-^7Sy-4-7x-*xfz 
/k&l/SK 5 0 0 m g ( 1 . 6 0 mm o 1 ) <nWC*f- 
l/y(25ml) mmz. tWfcW=^£ 0 . 14ml 

( 1 . 9 2mm o 1 ) tat. m&'Ci ■ SNffSMff L£ 
\k. S«*«FET«*Lfc. JMffiWb^x^ (5 0m 
2-TSy-5-^h*^Scft«»379 
mg ( 2. 2 7mmo 1 ) RVfc&tti V >7A 2 6 5 m g 

( 1 . 9 2 mm o 1 ) fcflni, 2 Ol^tinSSEStLJt. 

ejbs»* i M-«»t«ttt ifflmw&i 

4 3 6fflg <IR¥5 9. 0%) fcttfc. 
[0400]NMK(DMSO-d 6 ) S : 7 . 06 
( 1H, t, ,F = 7H7.) , 7. 10 (1H, dd, J 
= 8Hz, 1Hz) . 7. 21-7. 28 (3H, 
m) , 7- 33-7. 39 (3H, m) , 7. 41- 

rr° - 

H0 2 cV 

"D 

[0403] 2-7x-;UT5y-4-7x-;Uxf-^ 
^l.#i?300mg (0. 96mmo 1 ) (ftWL*^ 
VV ( 2 0 m 1 ) WfrX-fo* 0 . 0 8ml 

(1. lmmoDUi.iiBn. 5l«afUc 
«..*«SrJSffiTS*L)t. BHffl^h^xy (5 0m 
1 ) jtiBttC, 2 - T 5 7 - 5 ASK 17 4m 

g(l. 1 5mmo 1 ) RVSmtVVJ*! 5 9mg 
(1. 1 5mmo 1 ) *JPi. 20VmM3mtii, 



056, 1 698, 1 638, 1 548, 1 276, 1 
262, 1 194, 7 54, 692 
R T — MS (m/z, %} : 48 2 (m + , 17), 4 
64 (6) , 446(15). 295 (32), 278 
(13) , 91 (100) 
St*: 2 6 4"C (dec. ) 

[0397J HttW56 : 5-> h*>-2~ (2-7 
x ~1VT = 7 - 4 - 7 x ~!UX.^--jUKyX7 5 H ) £ 

[0398] 
[<k9 7] 




7. 46 (3H. m) , 7. 50 (1H, d, J = 3H 
z) . 7. 54-7. 59 (2H, m) , 7.80(1 
II. d, J=8IIz) , 8. 40 (III, d. J = 9II 
z) . 9. 39 ( 1H, s ) . 1 1 . 66 ( 1 H. s ) 
IRU, cr'.KBr) :3348, 1 700, 1 
684, 1 636, 1 6 1 0. 1 598. 1 536. 1 
496, 14 16, 1 324, 1 286, 1 222, 1 
176, 1 042, 830, 750 
EI -MS (m/z, %) : 4 62 (m+, 84), 4 
44 (26), 426 (7). 296 (90). 295 
(100), 267(14), 167(34) 
HA: 2 3 4-2 3 5'C 

[O4O113SJS015 7 : 5-*+lV-2- (2-7x 
-)VT 5 J - 4 - 7 x -yHf^;KyX7 S K ) £A 



[040 2] 
[ft9 8] 




37 5mg (JR$88. 0%) ttfc. 
[0404] NMR (DMSO-d 6 ) 6" : 2 . 3 3 
(3H, s) , 7. 06 (1H, t, J = 7Hz) , 
7. 10 (1H. dd, J = 8Hz, 1Hz), 7. 2 



(47) 
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4 (2H, dd, J-8Hz, 1Hz) , 7. 33- 
7. 45 (6H, m) , 7. 47 ( 1H, dd, J = 8 
Hz, 1 H z ) , 7. 54-7. 60 ( 2 H , m) 7. 
80 (1H, d, J=8Hz) . 7. 85 (1H, d, 
J = 2Hz) , 8. 46 ( 1H, d, J = 8Hz) , 
9. 39(1H, s), 11. 95(1H, s) 13. 
5-13. 9 ( 1H, m) 

IR U, cm" 1 , KB r ) :3228, 2212, 1 
698, 1640, 1 596, 1 582, 1 536, 1 




[0407] 2 - 7 x -)l*T 57-4-7 x ^il-Xf" 
/UKA*»3 0 0mg (0. 9 6mmo 1 ) eofift^f- 
l/y(2 0ml)g»:, lftf*-W0. 08ml 

(1.. Immo 1 ) Jni, 5B^jfffL*: 

a. *«*«ET«*Lfc. mfatoWct^vv (5 

OmDiKKfc. 2-7Sy~3f>1145mg 
(1. 0 5mmo 1 ) at^bUx^TSyiml tSD 

skit 2 obshhsj* u:. summ 1 m-sbst 

hVMpbWUi&l* m&fc&fcl 24mg (JR*3 
0. OSOttfc.- 

[0408] NMR ( D M S O — d 6 ) d :7, 04- 
7. 10 (2H, m) , 7. 21-7. 25 (2H, 
m) , 7. 32-7. 46 (7H, m) 7. 55-7. 
60(2H, m) , 7. 88 (1H, d, J = 8H 




[04 11] 2-7x^7i/-4-7x^Xf^ 
JHKASK2 5 0 rn g ( 0 . 8 mm o 1 ) tftffifb* f'l' 
> ( 1 5 m 1 > JgJgfC. aHfcf-*^* 0 . 0 8ml 

(1. Ommol ) Jni. ffil-Cl. 5B*fflflH¥U: 
«L «***ET»*Lfc. mm<V&fc*T\s> (5 
0ml) SiSt, 3-7S/-2-f*7xy*/^fy 
ffi;^;H 5 1 m g ( 0 . 9 6 mm o 1 ) Xl>*a»# U 
^133i«g(0. 9 6 m mo 1 ) SrjD;u SittT2 



49 6. 1 4 1 6, 1 3 22, 1 29 0, 1 2 56, 1 

224, 1 1 76, 1 060, 7 50 

PJ-MS (m/z, %):446(m + , 7),42 

8(2), 295 (10), 267(2) 

MjS: 2 4 8- 2 5 Or 

[040 51 mW\5S : 2- ( 2-7xX;U7S J- 
4 - 7 x -/l^Xf-./KyXT 5 F ) xn * 
[0406] 
Hfc9 9] 




7. ) , 8. 26 ( 1H, dd, ,J-8Hz, 1Hz) , 

8. 59(1 H" dd, J = 5, 2 Hz) , 9. 20- 

9. 40 ( 1H, m) , 1 1. 40-1 1. 60 (1 
H, m) 

lR(u t cm- 1 , KDr) :3444, 3256, 3 
100-2900, 2212, 1756, 1664, 1 
640, 1 594, 1 554, 1 518, 1496, 1 
444, 1 4 1 2, 1 3 16. 1 27 2, 1 258, 1 
244-,' 1 2 1 0, 770, 752 
FAR-MS (m/z, %) : 434 (M+H, 1 
7) , 29 6 (.1 00) 
H£: 2 3 6-237*C 

[040 9] 9 : 3~ ( 2 - 7xX/l,-7$ /- 

4-7x-r.;l/Xf.";KyX75 F ) f-t7xy^ 

[04 10] 
HfclOO] 




(25ml) te»JWU 1 M *BMt+ h U 9 

1. 4miS:Spi.. 4B*IBlinSBaia[Lfca. x^y-/u 

236mg (JK$7 8. 0%) 
[04 12] NMR (DMSO-d 6 ) * : 7- 0 5 
(1H, t, J = 7Hz) , 7. 15 (1H, dd, J 



(48) 
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-8H», lHa). 7. 20(2H, dd. J~8H 



z . 1 H z ) , 7. 32-7. 
5 5-7. 6 0 ( 2H, m) . 
= 8Hz> , 7. 90 ( 1 H, 
08 ( 1 H, d, J = 5Hz) 
s) , 11. 36 (1H, s) 
( 1H. m) 

I R {»; cm" 1 , KB r ) : 
044, 2636, 22 12, 
554, 1498, 1446, 
258, 1 24 2, 1 2 1 4, 



46 (6H, m) , 7. 
7 . 7 9 ( 1 H . d , J 
d, J= 5Hz) , 8. 
. 9. 20 ( 1H, 
, 13. 5-13. 7 



3392, 
1640, 
14 0 8, 
756 



3260, 3 
1608, 1 
1368, 1 



E I -MS (m/z, %) : 420 (m+, 4 1 ) , 2 




.0 



[04 15] 2-7x-;UT.*y-4-7x-;Uxf-r. 
/U^S.#®5 OOmg ( 1 . 6 0mmo 1 ) (TM<tC*^ 
( 2 0 m 1 ) Wbtt-lUi 0 . 1 5 m 1 

(2. 0 Ommo 1 ) Ml. WP1 . 5 ^HBWtW 5 Lfe 
flL **fc«flrFS*Lfc. »»t^ ( 5 
OraDMC, 2-T$/-5-7*n«£JB*i84 1 
5rng < 1. 92Tnmo I ) R'J8Mfi 6 6m 

g ( 1 . 92mm o 1 5 SiDi. SSt'2 Oltffflf ffL 

^i4 5 5mg (W55. b%) 
[0416] NMR (DMSO-rij ) 8 : 7 . 0 6 
( 1H, t, J = 7Hz) , 7. 10 ( 1H. dd, J 
= 8Hz, 1, Hz) , 7. 23(2H, dd. J=8 
Hz, 1Hz), 7. 33-7. 48(6H. m), 
7. 54 7. 60 (211, m) , 7. 80 (HI, 



H0 2 C 



[04 191 2 - 7 x-/P7 5 y - 4 - 7 x -jUJCj-- 
;l^£,g.#fit5 0 0ms ( 1 . 6mmo 1 ) coWt^f-U 
V ( 2 0 m 1 ) 0 . 15ml 

«Sr*HTF9*Lfc. mWW&itt^y (50m 

i ) jgjgfc. i, l-rsy^o^-ty^^yK 



96(100), 278(75). 256(38), 2 
05 (55) , 1 78 (46) , 147 (46) . 1 3 
3 (54) , 1 29 (62) , 1 21 (58) ,1 1 9 

(48), 115 (50), 108(70), 105 

(69) 

H£: 2 18-220'C 

[04 1 3 3 H)»]6 0 : 5-7CHE-2- (2-7x 
~)VT 5 / - 4 - 7 x ~/lX.^-~)UKyX7 S F ) 
#® 

[0414] 

[flilOl] 



H0 2 C 1 




..-0 



0 N 



"II 



d, J = 8Hz) , 7. 84(1 
z, 2IIz ) 8. 09 ( 1 II, d 
52 (1H P d,J = 9Hz), 
s) , 11. 96 (1H, s) 
IR (k, cm" 1 , KB r ) : 
700, 1688, 1636, 
576, 1 5 16, 1496, 
322,1 284, 1 250, 
24, 790, 764, 750 
E r-MS (m/z, %) : 5 1 
94(4). 2 9 5(30). 2 
(1 ) , 1 90 ( 1 ) . 1 63 ( 
M&2b 1-2 6 3 W C 
[04 17133HH6 1 : 1- < 
4 - 7x^Hf^K>Xr 5 

[04 18] 
[ftl0 2] 



H, d d, J = 9H 
, J = 2IIz) , 8. 
9. 30 ( 1 H, 

22 0. 2220, 1 
606, 1 596, 1 
4 18,1 370, 1 
220,1 ISO, 8 

2 <m + , 1 0) , 4 
6 7(7), 239 
1 ) , 9 1 12) 

2-7j,-/IT^./- 



H0 2 C 



V 
0 



,-0 



Hi 



<> : J)U4 48mg(l. 92rnrnol) V 

»)A266mg ( 1 . 9 2mmo 1 ) 

OBfflHJB* Lit. 1 M-fflBTTttttfcU: 



(49) 
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U lM-7kj§^NU r >^*?§?S2m 1 $rBD^. 5B§ 

inhcna^tt. x*y-;wMiETff*Lfc. sts 

ftS:*»TBHtKLtea, ftJSftfciPiflU x-f 
4?«ttAU «iEfc£»4 3 4mg (JR*6 2. 0%) 

[04 2 0] NMR (DMSO-d 6 ) $ : 1. 2 2- 

1. 35 (1H. m) , 1. 43-1. 62 (5H, 
m) , 1. 68-1. 82 (2H, m) , 2. 03- 

2. 1 8 ( 2 H , m ) v 7 . 0 1 — 7. 07 (2H, 
m) , 7. 18 (2H, dd, J = 8Hz, 1Hz) , 
7. 3 1-7. 45 (6H, m) , 7. 54-7. 59 
(2H, m) , 7. 73 ( 1 H. d, J=8Hz, H 



z) , 8. 52 (1H, s) 
12. 27 (1H, s) 



9. 27 (1H, s ) 



IR(y, cm" 1 , KBr) : 34 3 2, 3396, 3 
236, 3040, 2932, 2860, 2624, 2 
208, 1 718, 1 634, 1 590, 1 558, 1 
516, 1496, 1418, 1270, 1172, 8 
68, 782, 7 58 

E I —MS (m/z, %) :438 (mt, 49) , 4 
20 (8) , 394 (3) , 349(14), 295 

(100), 2 67(14), 239(3). 163 

(3) , 98 (6) , 81 (3) 
■WU 94-19 5TC 

[042 1 J ##$3 9 : 4- ( 1 - 
-2-7x-/LTSy£&#6£ 
[0422] 
Hfcl03] 




[04 23] 2-?nn-4- (*?9V-l-4)V) 
3cA#Bfl. 9 5g (7. 3 6mmo 1 ) S97-Uy 
(20ml ) j&jfcfc. KHWry^Al. 22g (8. 8 
3mmo 1 ) a?/5wt. %0*Sfl^£flni.. 3^ 

*a<t>f-uycft»L. **/-A^feBift&u be 

Bffc£ft2. 12g(iR$90. 0%) tflfc. 
[04 24] NMR (CDC l 3 ) 5:0. 89 (3 
H, t, J-7Hz) . 1. 23-1. 43 (6H, 



H 

[04 27]##W39Tf!JtUfc4- 
A)V) 2 7x^7 5 5 2 0 m g 

(1.6 2mmo 1 ) c^it^^Uy ( 2 0m 1 ) 
«fl:f-3rx;HrO- 12ml (1. 6 2mmo 1 ) 

fc. SSBwaft^fl/y (50ml) *Bfc. 2 -7 
Sy^gsSS267mg ( 1 . 94mmol)SOT 
*'J T )A268mg ( 1 . 94mmo 1 ) XtfhUXf- 
7l/T5yO. 27ml (1. 9 4 mm o 1 ) itul . M 
SB-C2 0*«S»ffLfc. 1 M-igitCBlttt 

jMttTfflHU Waft**4 5 0mg (IR*6 3%) 




, q, J = 7Hz) 2. 37(2 
, 6. 75 ( 111, dd, J=8 
15 ( 1 H . ddd, J = 7 H 
, 7. 21 (1H, d. J=1H 
2 9 (2H, m) ,7.3 5- 
, 7. 93 ( 1H, d, J=8H 
z ) , 9. 2 8 ( 1 H , s) 

[0425]Hftffl6 2 : 2 - [4 - 1- 



m) , 1. 57 (2H 
II. t, J = 7IIz) 
Hz, 1Hz) , 7. 
z, 7Hz, 1Hz) 
z) , 7. 24-7. 
7.42 (2H, m) 




0. 88(3 
44 ( 1 Oil, 



[04 28] NMR (CDC 1 3 ) 
II, t, J«71Iz) ,1.20 
m), 1. 50-1. 60(2H 4 m)2. 38(2* 
H, t, J = 7Hz) , 6. 87 (1H, dd, J = 
7, 1Hz), 7. 07 !lH f t , J=7Hz ) , 
7. 14-7. 20 ( 1 H, m), 7. 23-7. 30 
(2H, m) , 7. 32-7. 39 <3H, m) . 7. 
64-7. 70(2H, m) , 8. 15-8. 21 (1 
II, m) , 8. 83(1 II, dd, J = 8Ilz, 1 II 
z) , 9. 61 (1H. s) , 11. 69 (1H, s) 
I R ( t> , cm-*, KBr) 
228, 1 682. 1 652 
15 16 
1 320 
10 68 



562,1 542, 
452, 1420, 
224, 1 160, 



3300, 
1 606. 
1498, 
1 294, 



3044. 2 
1 580. 1 
1470, 1 
1 258, 1 



1 028, 870, 7 5 



(50) 



raiSIPFl 1-1 7 184 8 



EI -MS (m/z, %) : 44 0 (m + , 100), 
422(24), 3 0 3(59), 260(20), 2 
4 6(20), 233(31). 204(23) 
1 6 5-1 6 7*C 



H0 2 C 



[04 3 1] 4- (3, 3-^^-A-7>^/U) -2- 
7s-^rSy£ISi5 8 7mg (2. OOmmo 

i ) MUtx-i'Vy (20mi) Mil:, ttflif-*-;u 

£0. 2ml (2. 0 7mmo 1 ) Mt, SfflTl.. 5 

^-^V" (5 0m 1 ) iffiKiC. 2-T5/KJMHR3 0 
2rng < 2. 2 0mmo 1 ) . KK*'JW304mg 
(2. 2 Ommo 1 ) Sy'h liXf-;l-7$yO. 3 0m 
1 ( 2 . 2 Omm o 1 ) £Jd£. SiBT 1 8H#OTff L 

JRU:. *«WS:1M OK. *ftlflMtfWB*"CJIGK 

U «3B^*6 54mg (iR^7 9. 0%) ^lt. 
[0432] NMR(CDC1 3 ) o : 1- 30 (9 
H, s ) . 6 : 8 7 ( 1 H , rid, J = 8 H z , 1 H 
z ) , 7. 04-7. 1 0 ( 1H, m) , 7. 1 4- 
7. 20 ( 1H. m) , 7. 23-7. 29 (2H, 



H0 2 C 



[04 3 5] 2-7.t.-/U7 > S./-4- ("O^y-l 
— <^) £,R#i§5 1 Omg ( 1 . 8 3mmo 1 ) <TM 

itx+\s> (25mi) muz. mt+*->i>*o. 1 

4rn 1 ( 1 . 83mmo 1 ) tat. SfflT 1 "SBffllffb 

(50ml) SIC, 2 -T 5 y£,f.#K3 0 2 m g 
(2. 2 0mmol),^ l J')A3 04mg(2. 
20mmol)SU ; N!JiWSyO. 30ml 
(2. 2 0mmo 1 ) fcini. £aT2 0«Sffl«fl'L 

sue. mmzT-th-ho^bcrmgiirQm® 

L. SfB-ft,^5 30mg (1R*7 3. 0%) £f#fc. 
[04 3 61 NMR (CDC 1 3 ) 8 : 1. 03(3 
H, I , J = 7 H z ) 1. 50-1. 6 5 (2H, 
m) , 2. 37(2H, t, J = 7. 1Hz), 6. 8 
8(1H, dd, J=l. 5Hz, 8. 3Hz), 7. 



[0429] 3?tl0!!6 3 : 2 - [ 4 - ( 3 , 3 -5/** 
/W7*fc^ ) - 2 - 7 x 5 SKyXT 5 N* ] 

mm 

[0430] 
[flil05] 



H0 2 C H 



- Or 



0 N 



m) , 7. 32-7. 39 (3H. m) , 7. 63- 
7. 70 (2H, m) , 8. 19 (1H, dd, J = 8 
Hz, 1Hz), 8. 82 (1H, dd, J = 8Hz, 
1Hz), 9. 60(1 H. s ) , 11. 67(1 H. 
s) 

I R (k, cm-i, KBr): 3288, 2972. 2 
224, 1 656, 1 608, 1 582, 1 560, 1 
532, 1498, 1420, 1 294, 1 256, 1 
224, 1 162, 900, 764, 752 
E I -MS (m/z, %) : 4 1 2 (m + , 44) , 3 
94 (6) , 295 (2) , 275 (76) , 260 

(38) , 246 (5) 
: 225-227 'C 

[04 331 Satn 6 4 : 2- [2-7x-/P7S/- 
4- C<V9V-\-4)i>) KyXTS. K] 

[0434] 
06] 



H0 2 C B 



0 Hs - 



0 7 ( 1 H , d d ri , J = 7Hz ( 7Hz, 1Hz) , 
7. 14-7. 2 1 (1H, m) , 7. 23-7. 30 

(2H, m) , 7. 32-7. 4 0 (3H, m) , 7. 
63-7. 7 1 (2H, m) , 8. 1 9 ( 1 H, dd p 
J = 8Il2 s 1 11 z ) , 8. 83 (111, dd, J=8 
Hz, 1Hz) , 9. GO (1H, s) , 1 1. 07 

( 1 H, s ) 

IR(v, cm" 1 , KBr) : 3 256, 3020, 2 
872, 2224, 1 656, 1 606, 1 582, 1 
562, 1 534, 1498, 1470, 1452, 1 
420, 1318, 1258, 1222, 1162, 8 
92, 758, 

E I -MS (m/z, %) : 3 98 (m + , 4 5%) . 
380 (6) , 26 1 (54) . 233 (1 7). 20 
4(1 1), 190 (2) , 146 (2) , 1 1 9 
(3) 

ltt£: 1 9 9-2 0 0*C 

[04 3 7] mm\6 5:2 - [2-7^7 $S -4. 



(51 ) 



ttHWl 1-1 7 1 84 S 



Hn,cO' ► 

[04 3 9] 2-7f-rt-7$/-4- (3, 3-x^f- 
£,&#K54 7mg (2. 0 0m mo l ) 
<mAt^&\y-y (15ml) mMZ, mttt-ll'Z 
0. 2ml (2. 6 7mmo 1 ) frit, SST1. 5B# 

fl/y (50ml ) jHC 2-7 5 /£,S#1£3 0 2 
mg(2.20mmolK f^g* U *?J* 3 0 4 m g 
(2. 2 Ommo 1 ) RW 'JX-J-^T S >'0 . 3 0m 
1 (2. 2 0mm o 1 ) £t\ll. SvSt'l 6H#FSffi!#L 

)t. fcmmm i m-sbex-m^l*:^ «Ji2-^ 

U HIB€£^6 5 9mg (C$8 4. 0%) ilt, 
[0440]NMR(CDCl 3 ) S : 0. 97(3 
H, t, J = 7Hz), 1. 34(9H, s), 1. 4 
2-1. 53(2H,m), 1.6 5- 1- 73(2 

I 

III 

Bt0 2 C H fS — > 

[044 31 2- ( 2-7^75 y- 5 
>'X7 5 F ) 3cA#KXf-;U 5 2 6 m g ( 1 . 4 4 mm 
o 1 ) <0xXf-;l>7 SXlOml) 8fiRfc:2 - 3 — K 
CJ S/y 0 . 30ml (2- 89mmol), y'^DO 
f^Ml7i-/l*X7^ W^y^l 6mg (0. 

0 lmmo 1 ) &V3 r >ft$i|l Omg (0. 03mmo 

7 b D >7A*i8», *„ fi&fum*** y "7A**§?8L 

1 o %?-:*rr* h y v&fcmwiMt&ft&t&fcTmiX 

Eft^ll|3 7 5mg (JR*7 7. 5%) 
[0444] NMR (CDCIj ) 5 : 0. 97(3 
II. t, J = 7IIz) ,1.42 (311, t. J = 7 11 
z). 1. 40-1. 50(2H,m). 1.64- 




[04 38] 
[fcl 07] 

HD 2 C B fT 5 

H, m) , 3. 16-3. 20 (2H, m) , 6. 69 
(1H, dd, J-SHz, 2Hz), 6. 74(1 
H, d, J = 2Hz) , 7. 14 (1H, ddd, J = 
8Hz, 7 H z , 1 H z ) , 7 . 59 ( 1 H , d , J = 
8Hz), 7. 63 (1H, ddd, J = 8Hz, 7H 
z, 1Hz) , 8. 17 (1H, dd, J = 8Hz, 1 
Hz), 8. 78 (1H, dd, J = 8Hz, 1Hz) 
I R ( v , c m-i , KBr) :3332, 3072, 2 
964, 22 2 8, 1650, 1608. 1536, 1 
220, 7 66, 754 

FAR-MS (in/z, %) : 39 1 (M-H) 
It*: 2 2 5-2 2 7T; 

[044 1 J ##15114 0 : 2- L 2-7*?^7$/-5 
- ( 2-tT'J^kxf--;^) OXTi H] SAtfBx 

[044 2] 
[ftl083 




1 . 7 1 ( 2H, m) , 3. 18-3. 24 (2H, 
m) , 4. 43 (2H, q, J-7Hz) ,7.12 
(1H, ddd, J=8Hz, 7Hz, 1Hz), 7. 
19 ( 1 H , ddd, J = 8 H z , 5, 1 H z ) , 7. 
50 (1H. ddd, J-8Hz, 8Hz, 1Hz) , 

7. 55-7. 61 (2H, m) , 7. 6 6 ( 1H, d 
dd, J = 8Hz, 8Hz, 2Hz), 7. 97(1 
II, d, J = 2IIz) , 8. 06 (III. t, J = 5II 
z), 8. 10 (1H, dd, J=8Hz, 2 Hz) . 

8. 58-8. 61(lH,m), 8. 66(1H, d 
d, J=8Hz, 1 Hz) , 11. 7 7 ( 1 H, s) 
[044 5]««M66 : 2- [2-^^75/- 5 

- ( 2-W i J)VX.+ -)V) <>XT$ KJ 
[0446] 
[ftl09] 




(52) 
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[044 7] «*W4 0 TfBS L3t 2 - [ 2 - 7**7 

s y- 5 - ( 2-fu ^xf--/i/) <yxrs k] £ 

.fSigXf-^3 7 5mg (0. 8 5mmo 1 ) <7)X?V 
-;K20ml) gfiKfc: 1 M h U ^ A.*?M 

i minimis 2 urt*. asaitjftat 

^il94mg (1R*5 5. 0%) 
[0448] NMR (DMSO-d 6 ) 5:0. 94 
(3H. t, J = 7Hz) , 1. 36- 1- 46 (2 
H. m) , 1. 57-1. 65 (2H, m) .3. 21 
-3. 26 (2H, m), 6. 86 (1H, d. J=9 
Hz) , 7. 19-7. 24 (1H, m) , 7. 37 
(1H, ddd. J = 8Hz, 5, 1Hz). 7. 56 
-7. 60 (2H, m ) , 7. 65 (1H, ddd, .7 




[04 5 1] ##ffl3 0T*jtU:2- ( 2-7WT 
= / - 5 -lf-;KyX7 5 F ) 3o8*lSx^ 5 0 
Omg (1. 37mmol)^ylW5V(10m 
1 ) ^jEC2-3-Kf-^7.T.yO. 30ml (2. 8 
9mm o 1 ) . v?ont".X MJ7iX;U*Z7 4 VA* 
5j/'W16mg (0. OlmmoDa^aWtll 
Omg (0. 03mmol) frini, gfiT*2D#P B "]8£# 
U:. Ri5»«K:*^aDiyi1*. jStfitx^PT-tttht 

fc. liiiHWWW*- i- y saw 

figft*&& L> *7 A*«i8 , 1 0 %tt{mi- h 0 V A* 

frt>comai' B vffiWk i . 2 3 3 m g ( jk^ 3 
8.0%) 

[04 5 2] NMR (CDC I3 ) d : 0. 97(3 
H, t. J - 7 H z ) , 1. 43(3H, t. J = 7H 
z) , 1. 4 1-1. 52 (2H, m) , 1. 64- 

E10 2 C H Y^l 

[04 553 ###44 l-C!BtLfc2- [2-7>^7 

K ] S?A*Blf/l'2 30mg(0. 5 2 mm o 1 ) <F> 
(20ml ) aRKfcHM-/K»fb^by^ 



-8Hz, 7 Hz, 2Hz), 7. 83 (1H, dd 
d, J = 8Hz, 8Hz, 2Hz), 7. 96 (1H, 
d, .T = 2Hz) , 8. 04 (1H, dd, J=8H 
z, 2Hz ) , 8. 1 8 ( 1H, t , J=5Hz) , 
8. 54 (1H, dd, J = 8Hz, 1Hz ) , 8. 5 
7-8. 60 (1H. m) , 12. 03 (1H, s) 
IRfy, cm-i, KBr) : 2 204, 1652, 1 
590, 1 528, 1220, 770, 756 
FAB -MS (m/z , %) : 4 1 2 (M-H, 10 
0) 

H£: 1 7 9-1 8 0 ft C 

[04 4 9] ##fl?H4 1 : 2- [2-/^75/- 5 
- ( 2-iK*7x-;kxf-~/i,) ^.yXTS K] 3c*S 

[0450] 
HfcllO] 




1. 73 (2H, ra) , 3. 18-3. 22 (2 H, 
m) , 4. 43 (2H. q, J-7Hz) , 6. 69 
(1H, d, J=9Hz), 7. 00(1H. dd, J 
= 5, 4Hz) , 7. 12 (1H, ddd. .I=8H 
z, 7Hz. 1Hz) . 7. 23-7. 26 (2H, 
m) , 7. 47(1H. dd, J=8Hz, 1Hz), 
7. 58(1H, ddd, J=8Hz, 7Hz, 1H 
z) , 7. 89 ( 1H, J = 2Hz) , 8. 03 (1 
H, t, J-5Hz) , 8. 10 (1H, dd, J-8 
Hz, 1Hz) , 8. 67 (1H. dd, J=8Hz, 
1Hz) 

[04 5 3] H»J6 7 : 2- [2-7*^75^-5 

- (2-ft7x-;nf-iH <yX7i KJ £.§.# 

m 

[0454] 
HtlllJ 

H0 2 C H y I 

fKidffc£$J 1 8 5 in « (JCT8 5. 0%) 
[04 5 6] NMR (DMSO-d 6 ) 5 : 0. 94 
(3H, t, J=7Hz) , 1. 36-1. 46(2 



(53) 



WHPF1 1-17 1848 



H , in ) , 1 . 5 6 - 1 . 6 4 ( 2 H . in ) , 3 . 19 
-3. 2 5 (2H, m) , 6. 83 (1H, d, J=9 
Hz), 7. 11 (1H, rid, ,I = 5Hz, 4H 
z) , 7. 18-7. 24 (1H, m) . 7. 35(1 
H, dd, J=4Hz, 1 Hz) 7. 52 (1H, d 
d. J = 9Hz, 2Hz), 7. 60-7. 67 (2 
H, m), 7. 88UH, d.J = 2Hz),8.0 
3 (1H, dd, J -8 Hz. 1Hz), 8. 11 (1 
H, dd, J = 8Hz, 1Hz), 8. 51 (1H, d 
ri, ,I=8H7„ lH.z) , 1 1. 97 ( 1H. s ) 




[04 59] ##W3 0Tt8SLfc2- ( 2-7'*!V7 
5 J— 5 -3— FKyXTi F) 2o§.#Kxf-'l/ 7 0 0 
mg (1. 5 Ommo 1 ) cO^Xf-;L-T 5y ( 2 0m 
i ) &v'r t-7tKD75y (10ml ) -eofi^jgiRt 

3-> F^fy-l-rntryO. 25ml (3. 00m 
mol), ^aot'^MJ 7a-WX7 -( X'^y 
7A53mg (0. OSmmo 1 ) Mf 3 'WfciH 1 4 m 
g (0. 0 8mmo 1 ) £JjDx.. *»T 2 B^HWH* L 

waft*** u vj*mm, 1 o f y 7 a* 

mWL, ftVttW*«*TJ«J«!fc*L, as*WBtf-F , J'? 

Mf> h m>&X'®m l . HiEftgtt 375mg(lR$6 
1. 2%) 

[04 6 01 NMR (CDClj ) J: 0. 96 (3 
H. t, J-7Hz) , 1. 40-1. 51 (5H, 




[0463] ##0114 2 TfKfi Uc 2 [ 2 7 -f /WT 
5/- 5- (3-^F*^Tn/ty-i->f/U) OX 
TS F ] S-8L#i?X^;l'3 70mg (0. 91mmo 
1 ) <7)X?/-/P (20ml ) RX/Tb^t FP77V 
(20ml) 1 M-jMBWI:* F U 

*>fc<OS!BftTll»U «£fca*J3 0 0m« (JR*8 
5. 9%) 

[04 64] NMR (DM SO- d 6 ) 5:0. 93 
(3H, t, J = 7Hz) , 1. 36-1.46(2 
H, m) , 1 . 55-1 . 64 (2H, m) .3. 15 
-3. 21 (2H, m) , 4. 31 (2H, s), 6. 
73 (1H, d, J = 9Hz). 6. 96-7. 01 



IR(i/; eiri-i, KBr) : 3320, 2964, 2 
208, 1 652, 1 602, 1 530, 1 254, 7 
56 

FAB-MS (m/z, %) :417 (M-H, 1 
6) , 189 (1 00) IIS 7 9-18 0'C 

[O4 5 7]##0iJ4 2 : 2- r 2-f^)V7 $/- 5 
- (3-^ Y^isTUKV- l-4)V) <yX7SFI 
S,&#ISx^-;l- 

[0458] 

[•fbH23 

Et0 2 C H Yl 

m) , 1. 62-1. 71 (2H, m ) .3. 16- 
3. 22 ( 2H, m) , 3. 4 7 (3H, s ) f 4. 2 
0 (2H, q, J=7Hz) , 4. 34 (2H, s) , 
7. 11 ( 1H, ddd, J=8, 7, 1Hz) , 7. 
41 (1H, dd, J=8Hz, 2Hz), 7. 57 
( 1 II, ddd, J = 8, 7, 1 Hz ) . 7. 84 ( 1 
H, d, J = 2Hz) , 8. 00 (1H, t, J = 5H 
z), 8. 09 ( 1H, dd, J=8, 1Hz) , 8. 
6 8 (1H, dd, J-8. 1Hz), 11. 75(1 
H, s ) 

[046 11SBHW68: 2- [ 2-7*/P7£y-5 

[04623 
[fcl 13] 

(HI, m) ,7.28 7.33 (HI, m) , 7. 
39 (1H, dd, J=9Hz,2Hz), 7. 90 

(1H, d, J = 2Hz), 8. 03 (1H, dd, J 
= 8Hz, 1Hz), 8. 37 (1H, t, J = 5H 
z) , 8. 54 ( 1H. d, J = 8Hz) 
IR{v, cri.KBr) : 3 30 0, 2956, 2 
928, 2 2 1 2, 1 6 52, 1 590, 1 522, 1 
296, 760 

FAB-MS (m/z, %) : 4 24 (m + Na, 10 
0) 

H£l 7 9-1 8 0'C 
[04 6 5] ®%m43 : 2- [ 2 -7*)V7 S J - 5 
-(3, 3-^XNJrv7 c oA 0 y- 1 7x^ 
;K -4-^V-4H-3, i-^yy^*tv> 



(54) 
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[04 66] 




[0467] 2- (2-7*f-A-7S/-5-3-F7x 
x;U) -4-Jf*7-4H-3. l-<>*/Wsy 
1. 40g(3. 33mmol) £>HJxf-/Kf$ > 

(30ml ) Sl^fK7bKP77y ( 1 5m 1 ) »« 
tcrn'W^ft Hi/xf-^T-fe^-^O. 9 6m 

I (1. 7 2mmo 1 ) . ^DDt*^h'J7x-A-* 
XV 4 yJ^yi/^-US Omg (0. 03mmol)ai/ 
3'7'ftffI2 0mg (0. 0 6mmo 1 ) Srflfl*. 

HaTSffiT 1 b#«TL*:. EJE8«fc*£;!in£fc 

'j^atk^s. mw&Mymti>)^j±*mm, 10 

iffi-ft£-!ft6 2 5mg (JR*4 1. 4%) tWi. 
[04683 NMR(CDCl 3 ) S : 1. 04 (3 





A 

BtO OBt 

[04 7 1] ##W4 3 T*3fi Lfc2- [2- 

S./-5-(3, 1 ->f )V) 

7i^H-4-«V-4H-3, 

V6 0 Omg ( 1 . 43mmo 1 ) <r>XtJ-)V (20 

ml ) &t^f h5tl*075>' (20ml ) eoii-^jgffi 

K 1 M #BMM- N 'J ? 5 m 1 Jd£ . MSST 

Sfe-ftfV%5 8 0mg (i|X*£88. 0%) 
[04723 N M R (CDC 1 3 ) S : 0. 93(3 

H, t, J = 7Hz) , 1. 18 (6H, t, J = 7H 
z), 1. 38-1. 46 (2H, m) , 1. 5 5- 

I. 64 (211. m) , 3. 16 3. 2 1 (211, 
m) . 3. 53-3. 6 1 ( 2H, m) , 3. 6 5- 
3.73 (2H, m) , 5. 50 (1H. s) , 6. 7 
5 (1H, d, J = 9Hz) . 6. 98-7. 03 (1 



Utl 14 3 



A 

EtO OBt 



H, 

z) 

1 . 

m) 
3. 



t, J=7Hz) , 1. 29 (6H. t, J = 7H 
, 1. 53-1. 63 (2H, m) , 1. 75- 
84 ( 2H. m) , 3. 29-3. 34 ( 2H, 
, 3. 63-3. 72 (2H, m) . 3. 80- 
89(2H.m),5. 50(1.H. s),6. 6 
8 ( 1H, d, J = 9Hz), 7. 43-7. 52(3 

H, m), 7. 80 (1H, ddd, J = 8Hz. 7H 
z, 1Hz). 8. 22(1H, ddd, J = 8Hz. 

I, 1Hz) , 8. 32 (1H, ri, J-2Hz) , 
9. 25 ( 1H. t, J = 5Hz ) 

[04693 mane 9--. 2- l 2-7^757-5 

- ( 3 , 3 - i?x b * s^rn/ty -1-4 )V) <yX7 

[04703 
Hfcl 153 



NaD 2 C ! 

0" 



Y 

OEt 



OEt 



H, m), 7. 3 1 — 7. 36 (1H 
(1H, rid, J = 9Hz. 2 H z ) 

H. d, J=2Hz) , 8. 

m) , 8. 39 ( 1H, t. 
( 1 H, dd, J = 8Hz, 

IR {», cm" 1 , K D r ) 



m) , 7. 4 0 
7. 89(1 
06-8. 09 ( 1H, 
J=5Hz) , 8. 55 
1Hz) 

:2960, 2932, 2 



220, 1 660, 1 594, 1 520, 1 288, 7 
54 

FAB -MS (m/z, %) : 4 37 (M-H, 3 
4) , 379(100) 
SejS: 1 7 9- 1 8 0'C 

[04 7 3 3 mt&M7 0 : 4 - ( 3 , 3-^^;U7*f- 
x/U) 2 7iX/U75 7 N (2 x;L-7rt-( 
)V7x-)V) <yX7$b 

[04 74 3 

[fcl 163 



(55) 
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H0 2 C 



H 



[04753 4- (3. 3 - V^Wt^-M - 2- 
7x^7 5 /SAW 1. 0g (3. 4 0mmol) 
Rlfi&lkf-*->l O. 4 m 1 (TiWC-^y (30m 

Ltz. MMWMLX+l'y (30ml )jg?!S2:2-7 
*y^>-fe'y^;M;yrS HO. 6 5g (3. 75mm 
o 1 ) Otf'J yy(50ml) ^fcfcftTSTFU 1 

£1 M-40K. *. Rlfimai£&7kT\mMft L . is* 

mo. 8g (IR4j5 2. 0%) 
[04 7 6] NMR (CDC1 3 )S:1.29(9 
H, s), 4. 87(2H. br-s), 6. 85 (1 
II, dd, J = 8Ilz, 2IIz) , 7. 09 (III, d 
dd, J=8Hz, 8Hz, 1Hz), 7. 21-7. 
29 ( 3H, m) , 7. 52-7. 59 (2H, m) , 



^ -v- 



H0 2 C 



1 W 



[0479] 2-/^/P7S/-4- (3, 3-vVf- 
iVy^-lV) £,&#1U . 0g (3. 6 6mmol)& 

tXig-fk.^^--- ;w 0 . 4 m I <ojg*k>< f-v y ( 3 0 m 1 ) 

Jt. S^W^b^f-H^ (30ml) mW&2-T$ 
./"s.y-t'yxWV? i H 0 . 7g (4. 0 3mmo 
1 ) CO^'J^V (50ml) jgjRfc*?frTWFU 1 8 

fcl M tifflL Stf^ft^-OffcOftU 

IVHJO. 9g (W54. 0%>£m:. 
[0480]NMR(DMSO-d 6 ) S : 0. 97 
(3H, t, J = 7Hz) .1.34 (9H, s) , 
1. 4 1-1. 5 1 (2H, m) , 1. 62-1. 72 
(211, m) ,3. 18 (211, t, J = 7IIz) , 
4. 8 3 (2H, br-s) . 6. 45 (1H, dd. 
J =8. 2Hz), 6. 74 (1H, d. J = 2H 



H 2 BS0 2 



0 N 



7. 57 ( 1H, d, J=8H 
ddd, J=8Hz, 8Hz, 
H, dd, J-8Hz. 2Hz 
d, J = 8Hz, 1Hz) , 9 
0. 03 ( 1H, s) 
IR(i/, cm 1 , KBr) : 
928, 2224, 1 642. 
516, 1500, 1472, 
33 4, 1290, 1272, 
64 

FAB-MS (m/z , %) : 
0) 

MA: 1 0 1-1 02"C 
[O477]«t0J7 1 : 2- 
(3, 3-^^7f--/U) 
K>X7$Y- 

[0478] 
[ftl 173 



z) , 7. 63 ( 1H, 
1Hz) , 7. 99 ( 1 
) , 8. 4 1 ( 1H, d 
. 53 (1H. s) , 1 



3 364. 
1 586. 
144 2.. 
1 222, 



2972, 
1 5 56, 
1420, 
1154. 



4 4 6 (M-H, 1 0 



7Wrsy-4- 

-N- (2-.^7r : £ 



z) ; 7. 23 (1H, ddd, J = 8Hz, 8Hz, 
2Hz), 7. 48 (1H, d, J=8Hz) , 7. 6 
1 ( 1H, ddd, J=8Hz. 8Hz, 2Hz), 
7. S6 ( 1H, br-s) . 7. 95 ( 1H 5 dd, 
J=8Hz, 2 Hz) , 8. 34 (1H, dd, J=8 
Hz, 1 H z ) , 9. 7 0 ( 1 H , s ) 
IR(i>, cm' 1 , KBr) :3368, 3232, 3 
2932, 2868, 
1 584, 1 564, 
1 342, 1 292, 
896. 764 

4 26 (M-H, 1 0 



2224, 1 
1 530, 1 
1 226, 1 



084, 2968, 
644, 1 600, 
472, 1440, 
168, 1 1 56, 
FAB-MS (m/z, %) 
0) 

BWt: 13 0-1 3 rC 

[0481] W6M7 2 : 4-<y*J)Vttz/-2-7 

[0482] 
[ftl 18] 



(56) 



WHPP1 1-1 7 1S4 8 



H0 2 C 



J) 



[04 8 3] 4 2 - 7 x X/P7 5 J 
3cA#BT 5 0 0 m g ( 1 . 5 6 mm o 1 ) <nWC**V 
V ( 1 5 m 1 ) 8»t . *»T»fcf-*-^t 18 6m 
g ( 1 . 5 6 mm o 1 ) Jni . ^T2B«WHtL3t:. 
•I 0>i§iK£ 2 - T 5 7 O-tf VX)V*\ V 7 1 Y 1 7 4 m 
g (0. 96mmo 1 ) Rtf. HJ X^yl/T S > 1 m 1 

(7. 8mino 1 ) ^aft-X-f (1 5m 1 ) »«t 

tf\ x^y-;P*^^Sfe H B TSSL. BtEfl:£W2 1 
0rng( JR¥28. 0%) 

[0484] NMR DMSO D6> : 4. 8 2 
(2H. s), 5- 04(2H. s>, 6.48(1 
H, dd, J-9Hz, 2Hz) 




[04 8 7] 2 - 7 xX/UT 5 / - 4 - 7 xX/PXf-~ 
/^a#ffi 1 8 ( 3 . 4 0 mm o 1 ) R^fiftf-*^ 
0.4ml <Fmt*^y (30ml) fflg&Wtft'l 

^fl7 (3 0m 1 ) Jg?g$r 2-75^^^* 
yTSKO. 6 5g (3. 7 5mmo 1 ) 0)}£Vi/> 
(50ml) ^fc*»TSSTU l 8B*H3iBTjj»F 

(1R*5 2. 0%) 

[04881 NMR(CDC1 3 ) $ : 1. 29 (9 
II. s) , 4. 87 (211, br s) . 6. 85 (1 
H, ddd, J = 8 H z , 2Hz, 1Hz), 7. 09 

(1H, ddd, J = 8Hz. 8Hz, 1Hz), 7. 
21-7. 29 (3H, m) , 7. 52-7. 59 (2 



K 2 H-S0 2 H n 




d. J = 2Hz) , 7. 04 
7.15 ( 2H. del. J- 
2-7. 4 1 (8H, m) . 
H. m) . 7. 98 ( 1 H. 
z) , 8. 38 ( 1H. dd 
9. 74 ( 1H, s ) . 9. 

I R U, cm-', KBr ) 
522, 1 28G, 750 
E I -MS (m/z. %) : 

( 1 0) . 302 ( 1 8) . 

(11), 91 (100) 
MM.: 17 1-1 7 2"C 

[0485] mmi 3 : 4 
7X-/P75/-N- (2- 

[04863 
[ftll9] 



-7. 10 (1H, m) , 
9Hz. 2Hz) , 7. 2 
7. 60-7. 65(2 
rid, J=8H7., 1H 
, J=8Hz, 1Hz) , 
87 (1H, s) 
: 1 64 6, 1 580, 1 



473 (3 1) 
3 0 1 (30) 



44 6 
300 



-7s-ynf-;i'-2- 



H 2 N-S02 H 
• D 



,-0 



0 N 



H, m) , 7. 57 ( 1H, d. J = 8H 
3 ( 1H, ddd, J-8Hz, 8Hz, 
7. 9 9 ( 1 H , dd, J=8Hz, 2H 
1 (1H, dd, J = 8 H 7. , 1H7.) , 
H, s ) , 10. 03 ( 1 H 
IR (f, cm-i, KBr) 
2 2 12 
1 530 
13 34 



z ) , 7. 6 
1Hz) . 
z) , 8. 4 
9. 53(1 



s) 

3380, 
1 644, 
1 500, 
1 294, 



244, 3056, 
582, 1 5 38, 
442,1424, 
154, 756 

E I -MS (m/z. %) : 4 6 7 (m + 
95 (100) , 267 ( 1 6) 
Mt£: 19 5-1 9 6"C 
[0489] Hfi$#J74 : N— [2— (2 
$./ 4 7x-il/Xfr;KyX7$ F 

[0490] 
[ftl20] 



3320, 
1 594, 
1468, 
1 220, 

, 59) , 



(57) 



fflWl 1-17 184 8 



B 2 N-SD 2 H 



0 N 



B 2 N-S0 2 H 



H U 



F 3 C 



[0491] mmm 1 3 vmm tfz 4 - 7 * x.n,x*x 

^-2-7x^lT^y-N- ( 2-X;l^7r : &'f;W7 
x— 40 <yXT5 K2 0 0mg (0. 4 3mmo I ) 
M/StM^O^^l 18mg (0. 86mmol.)*x 

v (10ml) 10ml (7)iS-iMC . f& 
flS-S.J'W ;U9 0mg (0. 6 4mmo J ) SrJiSTU 

fc„ »fPft*-?<^y-/PTa^Ls «IBfc£ftl 6 8m 
g( IR*6 9. 0%) mtz. 

[04 92] NMR (CDC 1 3 ) $ : 7 . 00(1 
H, dd, J = 8Hz, 1Hz), 7. 07-7. 12 
( 1H, m) , 7. 27-7. 77 ( 1 6H, m) , 



[04 9 5] S3R5S85T. HJ6CT7 3TlttLfc2 -7 
x x ;U7$y-4-7x-^xf^7l/-N- ( 2-X/iV 
7 r ^ -f ^ 7 x ) \y XT 2 0 0 m g (0.4 
3rnmo 1 ) Rt/. 1 8m g (0. 8 5 

6mm o 1 ) (DisttV-y (10ml) RTf?\< ( 1 Om 

l ) 4 - h u 7/u*n*f-/i«fc*yy' 

>f;l^Srl79mg (0. 856mmol ) OnlS^C 
1 6B*EH»f Lfc, RJBffiBSSr 1 M-HKTBMtfc: Lfc 

ft^?y-/K*»U SM«16 8mg(W6 
1 . 0%) 

[04 96] NMR (CDC 1 3 ) 8:7. 04-7. 
10 (2H, m) f 7. 21-7. 25 (2H, m) , 
7. 32-7. 4 6 (7H, m), 7. 55-7. 60 



S0 2 H 
N 




0 N 



7.92 ( 1H. d, J-8H7.) , 8. 07 ( 1 H, 
dd, J = 8Hz, 1Hz), 8. 62 (1H, dd, 
J = 8Hz, 1Hz) , 8. 70 (1H, s), 9. 6 

0 (1H, s) , 10. 49 (1H, s) 

1 R ( » , en-', KBr) : 3 3 84, 3320, 1 
704, 1 660. 1 596, 1 582, 1 562, 1 
520, 1 286, 7 52 

FAR-MS (m/z, %) :570(M-H, 10 
0) 

St^24 1-243-C 

[049 33 iatM7 5 : N- [2- (2~7x-^T 
5/ 4 7i-yl/Xf-r.;lx<>'X75 Y-) Ky*£yx 

-4-h'J f;KyX7 5 H 

[0494] 
[^1213 



l/M-S0 2 I 

r 0" 



0 N. 



(2H, m) , 7'. 88(1H, d, J = 8Hz) , 
8. 26 (1H, dd, J = 7Hz, 2Hz), 8. 5 
9 ( III, dd, J=5IIz, 2IIz) ,9.2 9. 
4(lH,m), 11. 4-11. 6 (1H, m) 



1 R ( v , cm" 

2 16, 1 706, 
580, 1 5 58, 
442, 1422, 
226, 1 1 56, 



KBr) : 3 320, 3244, 2 
1 662, 1642, 1 594, 1 
1 528, 1 498. 1472, 1 
1 326, 1 288, 1 256, 1 
1 1 30, 1 070, 7 56 
EI MS (m/z, %) : 639 (ml , 16), 4 
67 (20 ) ■ 446 (10) , 422 (1 7) , 29 
5 (88) . 278 (42) 
■A: 1 7 8-180'C 
[04 9 7] mmib : N - [2- (2-7X-/UT 

^ y - 4 - 7 x ^x^-zix^xr s k ) ^y+fyx 
^*x/!>] T-fehTS K 



(58) 



ttHHPl 1-17184 8 



[04 98] 



H 2 N-S0 2 H 
N 



V 



.-0 



HL122] 



[04 99] WM^ffST. 3T»56U:2 - 7 

i x/UT 5 y - 4 - V x ^/UXf-^iyl— N - \2-X)V 
7T*4)V? ±-)V) <yX7i H4 0 Oms (0. 8 
Grnmo 1 ) &tf 4 - 5 -/ 1 'J 3 1 5m 
g(2. 5 7mmo 1 > Ofh7b KD77> ( 1 Ora 

1 ) mm^mmO. 12ml (1. 28mmol) 

nnl, «flT2«BHBTW:. ©ESSE* l m-s» 

-CfifiKU If£^3 5 8mg (R98 2. 2%) & 

[0500]NMR(CDC1 3 ) 5 : 2. 08(3 
H, s) , 6. 99 (1H, dd, J=8Hz, 1H 
z), 7. 07-7. 1 2 ( 1 H , m ) . 7 . 2 6- 
7. 40 (8H, m) , 7. 46-7. 54 (3H, 
m) , 7. 66-7. 71 (1H, m) , 7. 82 (1 



H,N-S0 2 H 



D N 
H 



n 



.-0 



[05033 90mi 3T«»Lfc4- 7x-/PX-;f-- 

^yXTS K50 Omg ( 1 . 04mmol) 
COThyh Fn77> (10ml) JgJStC4-:^<f /U 
TS/tf X )i/V2 60mg ( 2. 14mmol),M' 
^%*lrJ4 HO. 16ml (1. 17mmo 

i ) srjni. sa-ciiwauffUfc. kjcsskc*** 

TUBIU »Id^%200mg (IK*3 3. 3%) £ 
[0 5 04] NMR (CDC l y ) S : 0. 84 (3 



0 R 



■1 



K-S0 2 H 

H, d, J-8Hz) , 8. 01 (1H, dd, J=8 
Hz, 1Hz), 8. 06-8. 16 (1H, m) , 
8. 58<1H, dd, J = 8Hz, 1Hz), 9. 5 
7 < 1H, s)\ 10. 30 ( 1 H, s ) 
IR cm" 1 , KB r ) : 3450-2950, 2 
864, 2212, 1 7 14, 1 660. 1 582, 1 
1498, 1 472, 1442, 1 
1 3 18, 1 286, 1 256, 1 
1 1 28, 854, 756 

509 (m + , 22) , 2 
, 9 1 (2) , 61 (3) 



556, 1 530, 
420, 1 342, 
224, 1 1 56^ 
E I -MS (m/z, %) : 
95(4 9 ), 267 (7) 
m& : 10 8*C 
[0 50 1 ]»I77:N- [2- (2"7x-^T 

5 j - 4 - 7 x ^/I'Xf^/KyXT 5 F ) Ky^yx 

[0502] 
[ftl23] 



-so 2 

H, t , J=7Hz) 
m) , 1. 50-1. 
H, t, J=7Hz) 
Hz, 1Hz), 7 . 



.o 



, 1. 16-1. 32 (4H, 
62 (2H, m) , 2. 23 (2 
, 6. 9 9 ( 1 H, dd, J=8 
06-7. 1 2 ( 1H, m) , 
7. 24-7. 30 (3H, m) , 7. 32-7. 40 
(5H, m) , 7. 46-7. 54 (3H, m) , 7. 
65 7.7 1 (III, m) . 7. 83 ( 111, d, J 
= 8Hz) , 8. 01 (1H, dd, J = 8Hz, 1H 
z) . 8. 10 (1H, br-s) . 8. 57 (1H, 
dd, J = 8Hz, 1Hz), 9. 57(1H, s), 
10. 31 (1H, s) 

IR(f, cm -1 , KBr) :2956, 1 714, 1 
660, 1 582, 1442, 1 286, 756, 69 
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EI-MS (m/z, %) : 565 (m + , 41) , 4 
67 (4). 295 (100) . 267 ( 13) , 20 
5 (2 9) 

[0505] HMJ78 : N- [2- (2-7x-/W7 



W-S0 2 H 



5 7 - 4 - 7 x ^;Uf^/K>'X7 5 K ) 

[0506] 
[ftl24] 




N-S0 2 H 
N 



[0507] gSBfcifiT. *»7 3THfiLfc2 -7 
i - ;pr 5 7 - 4 - 7 x x;Vxf-x;l/- N - ( 2 - X/U 
77t'f^7.T.-;l') ^yXT5F2 5 0Tng (0. 5 
4mmo 1 ) &t>*KBE#y7A14 8mg ( 1 . 0 7m 
mo 1 ) tfO^^f-tV (10ml) (10ml) 
®flHMNK&« f #7^7 n 'J HI 5 3m g (0.8 
0 6mmo 1 > tjQiSST^ OBSfflHBf Ufc. 
«ts lM-WTCBttCLfcft, BKx^-CttEbL 

?n7h/77^- imt*f-\s>) Tffiwt. ms.it 

*«238mg (IR*7 1. 5%) Z'&tz. 
[0508]NMR(CDC1 3 ) d : 0. 86 (3 
H, t, J = 7 H z ) , 1. 12-1. 32 (1 1H, 
m) , 1. 50-1. 62 (3H, m) ..2. 23 (2 
H, t, J-7Hz) , 6. 99(1H. dd. J-8 
Hz, 1 Hz ) , 7. 09 ( 1 H, t, J =7 Hz ) , 
7. 24-7. 42 (8H, m), 7. 47-7. 68 



(1H. t, J = 7 H z ) . 
8Hz) , 8. 00 ( 1H, 
z) , 8. 08 (1H, s) , 
= 8Hz ) . 9. 57 ( 1 H, 
H, s) 

IR (w, cm" 1 , 
8 5 6, 2216, 
1 564, 
14 18, 
1 156, 



7. 83 (1H. d, J = 
dd, J=8Hz, 1 H 
, 8. 57(1H, (1, .7 
s) , 10. 32(1 



KBr) 
17 14 
1 524 
1 342 
S70, 



3252, 
1 668. 
1 50 0. 
13 14. 



2928, 
1 594, 
1470, 
1 286, 



754, 724. 690. 



578, 
44 0, 
226, 
582 

R 1 -MR (m/z, %) : 6 2 1 (m + , 50%) , 
467(12), 446(13), 295(100). 
278 (9) . 267 (13) 
[0 50 9] Hife0|7 9 : N- [2- (2-7x-^7 
5 7 - 4 - 7 x r.;Hf.-;KyX7 5 H ) "Cy-tf V*. 

[0 5 10] 
Hfcl2 5] 



H2N-SO2 H 



H ^ 
></N-S0 2 D [ T 



0 N 



H Ti 



[0511] SSBSWTF. S££fJ7 3-CH3SUfc2 -7 
x-;UT57 4 7x-;PX-fx;L- N ( 2 7./U 
7 )Vy x.-)V) KyXT^Y 226ms {0. 4 
8mmo 1 ) Rlfi. 4-\/*+)\>T%JWV ! >\ 1 8 
mg (0. 96mmol) <7>-fb5h KD77> (10 
ml ) SSfceAcMrt'S'n'JFO. 0 7ml (0. 5 

7mmo 1 ) *jniaatii*iaa»ftA:a, 



It: . «Btt& S/ 'J # >->7 Q7h/77^ -THIS! L 
T. Sf&fc-^l 5 0mg (JR^56. 0%) 
[0 5 12] NMR (CDC l s ) d : 1. 14(9 
H. s ) , 7. 00(1H. dd, J=8Hz, 2H 
z), 7. 09 (1H. ddd, J = 8Hz, 8Hz, 
2Hz ) , 7. 24-7. 31 (3H, m), 7. 33 



(60) 
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-7. 39 (5H, m) . 7.48-7. 53(3H, 
m), 7. 68 ( 1H, dd. J = 8Hz, 2Hz) , 
7. 83 (1H, d. J = 8 H z ) , 8. 0 0 ( 1 H , 
dd, J=8Hz, 2 Hz ) , 8. 18 ( 1 H . br- 
s) . 8. 53 ( 1H, dd, 
9. 57 (1H, s). 10. 
IR (c, cm" 1 , KBr ) 
658, 1 582, 1 558, 
442 



J=8Hz, 2Hz ) , 
25 ( 1 H, s) 
22 12. 1704, 1 
1 532, 1472, 1 



E I -MS (in/z. %) : 55 1 <m + . 4 9) , 5 
21 (30) , 295 (1 00) . 1 95 (48) 

2 2 3-2 24T. 
[0 51 3 3 HM50I8O : N- [2- [4 - (3, 3- 

ws+-ii> ) - 2 - y x ->V7 s.y<yxrs. 

[05 143 
Hfcl263 



H 2 N-S0 2 H 




' 0 




[0515] g*»85T\ »W7 0T«JlLfc4 - 
(3, -2-7x^75/- 
N- (2-^7r ; E^l'7x^) K2 0 

Orng (0. 4 5mmo 1 ) 4- ^^7 5 7 

f'JyyllOmg (0. 9mmo 1 ) <Dt hyt Ko 
77V ( 10m 1 ) JgttfctfAo-Ol^uUKO. 06 
ml (0. 4 9mmo 1 ) 1 Lfc 

svis»^*Y)e«ac» l , ^kbjs^ h y ^ a tie 

Vh^y^-VtmtX. «Efc£»18 0mg (JR 
$7 5. 0%) Srfffc. 

[0 5 1 63 NMR (CDC 1 3 ) 5 : 1. 12(9 
H, 8), 1. 38(9H, s), 6. 87 !1H, d 
d, J=8Hz, 2Hz) , 7. 07(1H, ddd, 
J = 8 H z , 8Hz, 2Hz). 7. 2 2-7. 29 



H 2 N-SD 2 H 



N 

« Tl 



[0519] jbwwt* mmm ot«u:4 - 

(3, 3-i?*WX*=JV) -2-7x-ft'7$S- 
N- ( 2-.X;V77 : E^^7x^) <yX7S K30 
Orng < 0G7mmo 1 ) fttf, 4 ^^75^^ 
•;^>1 80mg ( 1 . 47mmol)C0f h^tKD 
7 5y(10ml)»8tC**S»0. 0 7ml (0. 
7 4mmo 1 ) SrjDi.M?fln ftHUffL^f*. SSSES: 
«EK«*Lfc. BBfWfcMctlni. IHRx^Tttai 



0 K 



5 

(3H, m) , 7. 32-7. 38 (3H, m ) , 7. 
6 7 ( 1H, ddd, J=8Hz, 8Hz, 2Hz). 
7. 7 5 (lH,.d, J = 8Hz) , 7. 9 9 (1H P 
dd, J=8Hz, 2Hz) , 8.. 15 ( 1H, br- 
s) , 8. 50 ( HI, dd, J=8IIz, 21Iz) 
9. 519 (1H, s) , 10, 17 (1H, s) 
IRU, cm -1 , KBr) :2224, 1 7 14, 1 
652,1 594, 1 580, 1 564, 1 530, 1 
498 

R T -MS (m/z, %) : 5 3 1 <m + , 85), 1 
75(100), 260(53) 
H£: 218-219'C 

[0 5 1 7 3 mtM81 : N- [2- [4- (3, 3- 
x>^/U7^~/U) -2-7x^7^ 
K: ^y-tfy^/P*-^] 7-fehTS F 
[0 5 183 
[ftl27J 



V 
o 



H 

N-S0 2 H 

0" 



0 N 
H 



4-T«RLT. «Eft*«i23 5mg (JD»72. 0 

%) 

[0 52 0] NMR (CDC1 3 )S: 1.28(9 
H, s ) , 2. 04 ( 3H, s ) , 6. 85 ( 1H, d 
d, J = 8Hz. 2Hz), 7. 07 (1H, dd, J 
= 8Hz, 8Hz) . 7. 22-7. 29 (3H. 
m) , 7. 31-7. 39 (3H, in) , 7. 66(1 
H, ddd, J = 8Hz, 8Hz, 2Hz) , 7. 73 

(1H, d, J=8Hz) , 7. 99 (1H, dd, J 



(61) 
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-8Hz, 2Hz) , 8. 26 (1H, br-s) , 
8. 5 5 ( 1 H , dd, J = 8Hz, 2 H z ) 9 . 49 
( 1H, r) , 10, 24 ( 1H, s) 
I R ( u, cm-i, KB r ) :2224. 1730, 1 
658. 1 582, 1 556, 1538, 1498, 1 
470. 1442, 14 1 8, 1336. 1 270 
EI-MS (m/z. %) : 489 (m + , 73) , 2 
75(100). 260(70) 



US: 208-209*0 

[0 52 H mmns2 ■. n- [2- [ (2-* 

Dtf;^^^;l-^-;UTS./) xiU7*-)l-1 7x- 
2 - 7 x -;kT S/-4-7i z;Hfz;KVX 
TSH 

[0522] 

Utl 28] 



0 N 
H 



.-0 



A/0 



[0523] gsmfiTF. mm\i SX'WmLtz 2-7 

x —)VT 5 7 - 4 - 7 x N - (2-7,;U 

7 7 1 'f ^7 1 -yl') <y X'7 5 K 5 0 0 m g (1.0 
7mmo 1 ) 4 ^757 b'y i/> 2 8 9 
mg(2. 3 6mmo 1 ) C)r-h7t HD77>'(10 

ml ) ii(:^naW Wf-^O. 15ml (l. 

1 8m mo i ) *Mim§>x'ittimmLti&. mm 
mtT'gjkiK. &%uz*nni. m^x.^x-mm 

m*x-im.mi. m*m&i-vv*7J*x'mMk. mm 

fcMJETSirUc. M^^'J*WDV^77 
<-X»nmiX, ®ffrfb£»4 5 5mg (IR$7 5. 0 

[0524] NMR ( 5 . CDCl 3 ) :0. 83 (6 
H, d, J = 7 H z ) , 1. 80-1. 90UH, 
m), 3. 85(2H, <i, .1 = 7 H 7. ) , 6. 98 

( 1H, dd, J=8Hz, 2Hz) ,7.10(1 
H, ddd, J = 8Hz, 8Hz, 2Hz), 7. 24 



M-SOj H 



[0527] MS^eTF. 2 -f^/l-T 5 7- 4 - 
(3. 3 ^f-;l/7*f-^) K (2 X;U7T : E 
4 JV7 X.—IU) ^yXTS F300mg (0. 70mm 

0 1 ) 4-^^75 /t'J^yi 89mg 
(1. 55ramol){0fh7tKD77>'(10m 

1 ) S?S{C*l/k*K0 . 0 7 in 1 ( 0 . 7 4 in mo I ) 
ZMz.m&X- 1 ftffliftt tfctt . «(±T9* L 
fc. Rfl»fc**ani. »Hi*/UT»Bil.fc. fflMi 




0 N 



■1 



-7. 31 (4H, m) , 7. 32-7. 39 (4H, 
m) , 7. 47-7. -55 (3H, m> , 7. 60 (1 
H , br-s), 7. 68(1H, ddd, J = 8H 
z, 8IIz, 2IIz) , 7. 76 ( III, d, J=*8II 
z) , 8. 03 ( lH,.dd, J=8Hz, 2 Hz) , 
8. 61 ( 1H. dd, J=8Hz, 2Hz) , 9. 5 
7 (1H, s) , 10. 27 (1H, s) 
I R (v, cm i, KB r) : 22 1 2, 1716, 1 
674. 1 582, 1 556, 1 51 6, 1472, 1 
424,1 3 56,1 226 
FAB-MS (m/z, %) : 566 (M-H, 2 
3) , 26 5 ( 1 00) 
tt£: 1 5 5- 1 56*C 

[0 5 2 5 lSI*tM83 : N- [2- [2-7^75 

y-4-(3, 3-^fvu7^-/H ^yxrSKI 

"[0526] 
Hfcl29] 



U 0 „ N W 

y ^2*mm&mmtM*x-m<!Ktfi 

X. 18&ffr&*2 5 0inK <K*7 6. 0%) fc#fc. 
[05 28] NMR (S,CDC1 3 ):0.96(3 
H, L, J=7Hz), 1. 33 (9H, s), 1. 4 
4-1. 56 (2H. m) , 1. 63-1. 70(2 
H. m) , 2. 04 (3H, s) . 3. 18 (2H, 



(62) 
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L, J~7Hz) , 6. 66 (1H, dd, J~8H 
z, 2Hz) , 6. 72 (1H, d, J = 2Hz) , 
7. 24 ( 1 H , ddd, J=8Hz, 8Hz, 2H 
z ) , 7. 61 ( 1 H, d, J=8Hz ) , 7. 65 



(1H, ddd, J = 8Hz, 8Hz, 2Hz) 
8 1 ( 1 H, br-s), 8. 0 1 ( 1 H, dd 
8Hz, 2Hz) , 8. 20 ( 1H, b r-s) 
48 ( 1H, dd, J-8Hz. 1Hz) , 10 

(1H, s) 

IR(y, cm- 1 , KRr) : 3392, 3 1 96, 
972, 2932, 2872, 2228, 1736, 



H 2 N-SD 2 

3 



0 N 
H 



'o 



7 . 
J = 
8. 
02 

2 
1 

3 



640, 1 598, 1 584 
474, 1444, 1 348 
212, 1 1 54, 854, 
E I -MS (m/z, %) : 
75 ( 1 0 0), 260(7 
St* : 1 5 5- 1 5 6'C 

[0529] |S«ffl8 4 : 2 
x^Xf^-N- [2- 
-/U75./) X/U7*~/H 

[0530] 

[{LI 303 



, 1 564, 1 530, 1 
,1 290,1 236,1 
766 

489 <m + , 73) , 2 
0) 



..o 



[053i] fiBgswrr. mmi i-cm&itc 2 7 

i-;UT5y-4-7x-;l'Xf-^-N- {2-XA, 
7r^)V7x.-)V) ^>-XT5h'54 8mg ( 1 . 1 
Smmo 1 ) SIX, 4-if*+W7$.J tT'Js/'> 3 1 6 
mg (2. 6 0mmo 1 ) <0&®xf-;U (10ml)I 
?g(2^no^7..T.-7l-0. 18ml (1. 42mmo 
1 ) fcJp*^Tli$H«fFW:. RlES«£ffiK** 

x-T/um/f l r . asaft-^fti 5 2 0 m % mm 7 
5. 0%) mtz. 

[0 5 3 2] NMR (CDC l 3 ) S : 6. 96 (1 
H, d ri , J = 8 H 7. , 2 H 7. ) , 7, 00-7. 04 
(2H, m), 7. 11 (1H, dd. J = SHz, 8 
Hz) , 7. 18-7. 38, (1 1H. m) , 7. 4 
5 (1H, d, J = 2Hz) , 7. 49-7. 53 (2 
II, m) , 7. 68 7. 74 (211, m> , 7. 82 
(1H, br-s), 8. 09 (1H. dd. J = 8H 



2,2Hz), 8- 63(1 
Hz) , 9. 50 (1H, s 
s) 

I R (k, cm' 1 * KBr) 
864, 221 6, 1 748, 
560, 1 528, 1498, 
420, 13 6 0, 1320, 
19 8, 1 162% 1128, 
FAB-MS (m/z, %) 
2) . 45 1 ( 1 00) 
fflWE: 14 6-147°C 
[0 53 3 3 SUMS 5 : 2 
x~^Xf*-./U-N- [2- 

[0534] 
[ftl3 1] 



II, dd, J = 8IIz, 1 
) , 10. 23 ( 1H, 

: 3392. 3064, 2 

1 64 6. 1 582, 1 

1476, 1442, 1 

1 288, 1 226, 1 
898, 754 
586 (M-H, 2 



-7 --;ura/-4-7 



N 

N-S0 2 H 

Cr" 



.-0 



Hi 



A/ N •• 



[0535] !8»M84TWatfc2-7x-/PrS>' 



-4-7x-;L-X^--;U-N - [2 - [ (7i-/W 



(63) 
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75 K 1 0 5m g (0. 1 8mm o 1 ) Mf. 
)VT $ V 0 . 04m 1 (0. 3 6mmo 1 ) fiKV+iy 
(5ml) giK2fflMSLfc, K.)®Mfc*£ 

±h-h U /UTBISfli LT . IBEfl:4ft 7 0 m s < JR¥ 
6 9. 0%) fcflfc. 

[0 5 3 6] NMR (CDC 1 3 ) £ : 0. 8 3 (6 
H , d , J = 7 H z ) , 1. 64-1. 71 ( 1 H , 
m) , 2. 91 ( 2H, dd, J = 7Hz, 6 Hz ) , 
6. 23 (1H, br-S) , 6. 94 (1H. dd, 
J = 8Hz, 2Hz), 7. 10QH, dcld, J = 
8Hz , 8Hz, 1Hz) , 7. 2-1-7. 28(3 
H, m) , 7. 32-7. 40 (5H, m) . 7. 45 

(1H, d, J-2Hz), 7. 48.-7. 53(2 
H, m) , 7. 66 (1H, ddd, J=8Hz, 8H 
z, 2Hz) , 7. 69 ( 1H. d, J = 8Hz.) , 



0 N 

« II 



7. 88(1H, dd, J-8Hz. 2Hz), 8. 3 
6 ( 1H, br-s) , 8. 56 (1H, dd, J =8 
Hz, 1Hz), 9. 5 6 ( 1 H , s), 10. 00 
(1H, s) 

KBr ) 



c nr 



3392, 3268, 
2220. 1 682, 



I R ( v , 
064, 

658, 1 580, 1 554, 1 530. 1 498, 
.472, 1442, 14 18, 1 344, 1 320, 
288, 12 2 4, 1152, 752 
FAR-MS (m/z, %) : 565 (M-H, 1 
6 ) , 2 6 5 ( 1 0 0) 
gift: 18 3-1 84*C 

[0 53 7 ] mmSb : N- [2 - [ [ (i^rvv* 
>^7<S) #/P*-/P7$/] 7x- 
)V\ 2 - 7 x 5 / - 4 - 7 x Z/l'Xf^/KyX 

[0538] 
Iftl321 




.-0 



[0 5 3 9] ««84Ttt»Lfc2- 7x-/l'7S y 
-4-7x-;PXf--^-N - [2 - [ (7x-^ 

7SF200mg (0. 34mmol) RlA :/?n-N 
3->-;U7$y0. 0 9ml (0. 7 5mmol)^y 

^>(5mi) s8»*2i^[aBaatfc. rjc»«k 

(IR^6 7. 0%) 

[0540] NMR (d\ C D C 1 3 ) : 1. 06 (2 
H, m) , 1. 20-1. 28 (2H, m) , 1. 45 
1.70 (411, m) , 1 . 75 1.85 (211, 
m) , 3. 45~3. 55 ( 1H, m) . 6. 00 (1 
H. br-S), 6. 96 ( 1H, dd, J = 8Hz, 
2Hz), 7. 11 (1H, ddd, J = 8Hz, 8H 
z, 1Hz), 7. 2 4-7. 3 0 (5H, in) , 7. 
32-7. 40 (4H, m) , 7. 46 ( 1H, d, J 



U N 



-2Hz) , 7. 49-7. 
4-7. 74 (3H, m) , 
8Hz, 2Hz) f 8. 5 7 
z, 1Hz) , 9 
H, s ) 



53 (2H. m) , 7. 6 
7. 89 (lHdd, J = 
(1H, dd, J = 8H 
5 5 ( 1 H, s ) , 1 0. 0 3 ( 1 



, cm-i, KBr) 
2940, 2856, 
1 584, 1 556, 
1422, 
1154, 



1444, 
12 18, 



1 R (u 
240, 
662, 
470, 

2 5 2, 
56 

FAB-MS (m/z , %) 

3 11 (100) 
UA: 188 18 9*C 

[054 11WWI87 : 2 
x-/Ux^--A'-N- T2- 
75/) AJVft-ft'] 7x- 

[0542] 

HL133) 



3400, 33 1 6, 3 
221 2, 1 686, 1 

I 530, 1498, 1 
1338, 1 284, 1 

II 28,1028,7 

591 (M-H, 9) , 



-7x-;l/7S/-4-7 
^> X7 5 H 



(64) 
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[054 3] mm 8 4 T«BS Ufc 2-7x -/U7 S / 
-4-7a;-;kX^-^-N - [2 - [ (7x-/W 

7SF200mg(0. 3 4mmol) ai/, t^Uy 
y0. 07ml (0. 7 5mmo 1 ) <7)<y*f> ( 5m 

hU^-CWS*t"C. ■HBffc£»9 4mg (IR*5 0. 
0?tf>.*#fc. 

[0544]NMR(S, C DC 1 3 ) : 1. 5 5 (6 
H, br-S), 3. 32 (4H, br-S), 6. 9 
8 ( 1 H, dd, J=8Hz, 2Hz) , 7. 08 (1 
H, d d d, J = 8Hz, 8 Hz, 1Hz) , 7. 2 4 
-7. 3 0 <5H, m) , 7, 31-7. 39 (4H, 
m> , 7. 47-7. 57 (3H, m) , 7. 64(1 
H, ddd, J = 8Hz, 8Hz, 2Hz), 7- 90 




to54 7] mmm s 4 t* it Lfc 2 - 7 x -/U7 5 y 

-4-7x-;Hf-yHN - L 2 - L (7x-.W 
SofryMfci/l/TSy) X/I/7*~;H 7xX/U] 
75 Fl 60mg (0. 2 7mmo 1 ) 1 
^7^0. 07ml (0. 75mmol)^>' 

*£y ( 5 m 1 ) jgffi* 2a*nHn0ft3BSCU«r* BaG»»fc 
£ 7-fe h - h U L< T . gSEft^ft 130mg 



(1H, d ? J = 8Hz), 8. 00 (1H, dd, J 
= 8Hz. 2Hz) . 8. 49(1H, dd, J = 8H 
z, 1Hz) , 9. 04 (1H, s) , 10. 53(1 
H, s ) 

lR(u, cm-i. KBr) :3268, 2940, 2 
860, 22 12, 1 682, 1 660, 1 582, 1 
562, 1 536, 1 498, 1478, 1442, 1 
422, 1 31 6, 1 286, 1 256, 1 228, 1 
1 60, 7 52 

FAD MS (m/z, %) : 577 (M 11,10 
0) , 265(66) 

1 6 3~1 64'C 

[O 54 5]35tt0l88 : N- [2 - [ [ (4--**/U 
t c ^5^-A-) yy/WK-A-rsy ] XJl/*-^] 7x« 
/K 2-7 x —)l'T ^ ./ - 4 - 7 x — A'Xf" -71^ V X 
7S H 

[0546] 

Mfcl34] 



(JR458 1. 0%) fcfcfc. 

[0548] NMR ( d , C DC 1 3 ) :2. 23 (4 
H, br-s), 3. 44(4H, br-s), 6. 8 
4 ( III, d,J = 8IIz),6.94 7.04(2 
H, m), 7. 16 ( 2H. d, J=8Hz ) , 7. 2 
1-7. 30(6H, m). 7. 34-7. 44(4 
H, m), 7. 76 (1H, d, J = 8Hz), 7. 9 
3 (1H, br-s) , 8. 33 (1H, d, J=8H 
z) , 9. 56 (1H, s) , 10. 39 (1H, s) 
IR (u t cm" 1 , KBr) : 3316, 3056, 2 



(65) 
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940, 2856, 2800, 
590, 1 5 56, 1 536, 
442, 1420, 1 320, 
226, 1142, 1106, 
FAB-MS (m/z, %) 
2 > , 19 7(100) 



22 1 2, 1 660, 
1498, 1464, 
1 292, 1 266, 
7 5 6 

592 (M-H, 6 



m&: 18 1-182'C 

[0 54 9] ##f?iJ44 : 2 - [ (4-75/) 7x: 

[0550] 
Utl 3 5] 



[05 5 1 ] 2- (2-7^75 7- 5-3- 
X75 !*> g£ft#iLX?7P3 0 0mg (0. GOmmo 

i ) oyj3Lj-)vy *y ( 1 2m i ) m/'fbytvny 

y V ( 5 m 1 ) *>S£»iKfc: 4 -Xf^-^T- U > 2 0 
Orng ( 1. 7 2mm o 1 ) \ ^nnh'X h U 7 
;Wa7^>A 6 7y^A2 3mg (0. 0 3mmol) 
&V37ffil 2mg (0. 0 6mmo 1 ) £80*.. S 
»T2 0i«BH»FLfctt, JB««:«BBTff*Lfc- 
fttoktlnifctt. B»x^;ut1*mtfc. SUM** 

vbfjyj -t*ssu aaaft^ft2 7 omg ok$ 

9 2. 6%) Srttpfc. 

[0552]NMR(tf, CDCla ) : 0 . 97 (3 
H, t. , J — 7Hz), 1. 42—1. 52(2H, 



MeGOt 



m) , 1. 64-1. 72 
3. 22 ( 2H, m) , 3 
7 ( 3 H , s ) , 6 . 63 

6. 68 ( 1H, d, J = 
4 ( 1H, m) , 7. 33 

7. 46 (1H, dd, J 
7. 6 1 ( 1H, m) , 7 
z ) , 7 • 9 5 ( 1 H , t 
(HI, dd, J = 8, 1 
( 1 H, d, J = 8Hz > 

[0 5 5 3] mmms9.: 

[0554] 
[ftl36] 



(2H, m ) , 3. 18- 
. 7 8 (2H, s ) , 3. 9 

(2H, d, J = 8Hz) , 
9Hz) , 7. 08-7. 1 

(2H, d, J-8Hz) , 
= 9, 2Hz) ,7.55- 
. 88 (1H, d, J = 2H 
, J = 5Hz) , 8. 07 
II z ) , 8. 66-8. 72 
, 11. 71 (1H, s) 
2- [ (4-757) 7x- 
5 7^yXT5 K] £A«H 




[05 5 5] #»ffi|4 4-ClBtLfc2- [ (4-7$ 
7) 7 x x;UX^-x;L— 2 - 7^7 a JO XT S 
KJ Sa#K^^2 7 0mg (0. 6 lmmo 1 ) CO 
z M*fy ( 2 0 m 1 ) fflRfc 1 M -*Rfc* h 'J * ^ 
*iM3mi frloi, Sat"2 4RtrattJ*U?to KJ&W 

7 Omg (JR^6 5. 2%) *Wz< 
[05 5 6] NMR ( d , CDC 1 3 ) :0. 98(3 
l! f t, J = 7II z), 1. 43 1. 5 4 (211 , 
m) , 1. 64-1. 74 (2H , m) , 3. 21 (2 
H.t.J*7Hz),6. 57<2H.d. J=8H 
z) , 6. 69 (1H, d, J = 9Hz), 6. 9 7- 



7. 04 ( 1H, m) , 
z) , 7. 47 ( 1H, 
57-7. 64 ( 1H, 



7. 33 (2H, d, J = 8H 
dd, J = 9, 2Hz) , 7. 
m) , 7. 88 ( 1H, d, J 
= 2Hz) , 8. 01 (1H, dd, J = 8, 1H 
z) , 8. 78 ( III, d, J = 8IIz) ,11.68 
(1H, s) 

IR(f, cm-i, KBr ) 
592,1 528, 1 224, 
FAB-MS (m/z , %) 
0) 

«L«5 : 1 9 0 #JK 
[0 557] ##W4 5 : 2 

[0558] 
[fcl37] 



3396, 1 652, 1 
7 64 

4 26 (M-H, 1 0 



(2 7HD 5 7x 



\ 
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[0 5 5 9] 2-;DD-5-7x-Wf-/l^l# 
BS 2 . 8 s ( 1 0 . 9 1 mm o 1 ) ^t*<>Mr y ( 2 
0ml)Sffl:gftf^2. Oml&tfN, N-x 

ml ) fcj§»U ift**»TKK*U9A2. 3g 
( 1 6 . 3 6mm o 1 K 2 -75 /3£B*Rx*A' 
1. 6ml (10. 91mmol)^*(20ml)R 

tflHKx*^ (10) <Offl£iM£iSTU MSa-C 1 8 

*4. 1 2g (IR*9 3. 5%) 



[0 5 6 3] ##M4 5T«3tLfc2- (2-7nu- 
5-7 i^xf-;K>-X7S P ) $,&#&xf7l- 

4. 1 2g (10. 20mmol) (KLSJ-fb (20 
m 1 ) 1 M -imXCt Y y ? AtK?§?S3 Omll: 

^^ytZXWmSkl. SEft^ft3. 2 6s(iR*8 

5. 0%) £f»fc. 

[0564] NMR C D C 1 3 ) : 7. 14- 




[05 6 7] ##fl?(4 6T«jSLfc2- (2-?nn- 

0. 90g (2. 3 9rnmo 1 ) <DN, N->*X*AX 
fl/^yTSy (8ml)»«iciia»*U^0- 4 0 
g ( 2 . 8 7mm o 1 ) RV5wt . %<AiSttfclH&;&n 

& J ^£ x 'J X? V)V 9uivyy7J LSI dflte 

ttO. 4 2g (JDW4 1. 1%) fcttte. 
[0568] NMR ( £ , DMSO-d6) : 2. 83 




[0 560] NMR (<5\CDC1 3 ):1.40(3 
H, t, J=7Hz} . 4. 37 (2H, q, J = 7H 
z) , 7. 14-7. 20 <1H. m) 7. 34-7. 
40 (3H, m) , 7. 45 ( 1H, d . J-8H 
z) , 7. 5 0-7. 58 <3H, m) , 7. 6 0- 
7. 66 ( 1 H , m ) , 7. 80 ( 1 H , d, J = 2 H 
z) , 8. 10 (1H, dd, J=8, 1Hz) , 8. 
88 (1H, d, J = 8Hz) .11.57 (1H, 
s) 

[050 1] #*W4G : 2- ( 2-?nn-5-7x 

[0562] 
Hfcl38] 




7. 20 < 1H. m) . 7. 33-7. 38 ( 1H, 
d, J-SHz) , 7. 50-7. 58 (3H, m) . 
7. 64-7. 70 ( 1H. m) , 7. 81 ( 1H, 
d, J = 2Hz), 8. 12 (1H, dd, J = 8, 1 
Hz), 8. 98 (1H, d, J=8Hz) , 11. 3 
9 ( 1H, s) 

[0 5 6 5] mm9Q : 2 - [ < 2-^*^7 5 

/ ) x'.^i/xf.rjKyxr $ 

[0 56 6] 

[ft; 13 9 3 




(6H, s) , 3. 29 (2H, t, J=7Hz) , 
3. 64-3. 74 ( 2H, m) . 6. 98 ( 1 H, 
d, J = 9Hz) , 7. 19-7. 26 ( 1H, m) , 
7. 40-7. 46(3H, m) , 7. 49-7. 55 

(2H, m) , 7. 58 (1H, dd, J = 9, 2H 
z) , 7. 62 7. 68 (HI, m) , 7. 91 (1 
H, d, J=2Hz) , 7. 94-8. 00 ( 1H, 
m), 8. 04 ( 1H. dd, J=8, 1Hz), 8. 
5 3 (1H, d. J = 8Hz), 11. 98 (1H, 
s) 

IR(^, cm -1 , KBr) : 2 208, 1 6*8 0 , 1 
660, 1 592, 1 530, 1 228, 754 
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FAB-MS (m/z, %) :426 (M-H. 10 
0) 

U£: 181-1 8 3*0 

[0569] msaask 1 : a c ca*8!tt«offlg 

1. ACCcO^ 

1 2fflg&<9*ttt S D&5 v h * 2 BISIfe£&. *s" a 
^(67% sucrose, 17. l%casein. 
9. 8%ce 1 lulose, 5% salt. 0. 1% 
choline chloride, l%vitami 
n s ) £ 2Hra4i.. x-7W*»Tfc:BrBL Kil*fir 
ofcfiL MWclffMteKOaJU:. *ffiLjfc«*»A 
(225mM mannitol, 75mM sucr 
ose, 10mM Tris/HCl (pH7. 5). 
0. 05mM E DTA- 2 N a , 5mM potas 
sium citrate, 2. 5mM MnC 1 2 . 
10mg/l aprotinin, lOmg/1 1 
eu pep tin, 10mg/l antitryps 

in) tfpX'zowmzMWi. mmziKik. 5 m 

t-ff-^M^txt-fXU;. CflSr, 1, 0 0 
OsX'l Oftffi&'i&MUc®. lite 1 7, 0 0 0 g 
■ClOimgaS&MMLt:. 
[0570] ftt>tlt: hffit 3 5 J: o tSRKT 

y*-<7A£fln;l. 4 5«fU, 17. OOOg 
f 1 0*BWa»t*iMBtfc. Ntefufcftlttte: 10 0m 
ICMBEIRKB ( 1 OOitiM Tris/HCl (pH 
7. 5), 0. 5M NaCl. IraM EDTA-2 
Na, 0. ImM DTT, 10%glycerol, 
lOmg/1 aprotinin, lOmg/1 1 
eupeptin, 10mg/l antitryps 
i n ) £3nx . 4 0. 0 0 0 gT'2 0ttim&>L*ftM$ 
tfV\ ±*S£ 1 5 0»8WK«rfSC ( 1 0 OmM Tr 
i s/HC 1( P H7. 5),0. 5M NaCl, 1 
mM EDTA— 2Na, 0. ImM DTT, 10% 
glycerol) T'-B&3#fU 5 nW&<7)7 < ^ 

MZTTy A L . JSffifS D T'ftft Lfc&fc: > 5raM t'tf 
-7- >£ &triSffitt B TA C C Uz . 
[057 1] 2. ACCBWfttOJlJg 
■WESOIWTSii Lfc-fLfVt) $• ^ii-f ti D M S O £8B 
Ltf^xnM 2 5 0// 1 <7)ACC ZSttU 



Ml (4 OmM Tris/HCl (pH7. 5), 4 
OmM M gC 1 2 , 4 OmM sodium c i t 
rate, 2mM DTT, 100/ig/ml fat 
ty acid free BSA) SrJOX., 3 7*CT" 

3 o aneaflrrjuai t . 7 4 k b q on a h 

:4 CO 3 £-&tf250/x 1036&2 (40mM Tri 
s/HC 1 (pH7. 5) , 2mM DTT, 8mM 
ATP, 0. 5mM acetyl CoA)Srfe!]D 

u sec 3 7 , e-e 1 0 iHasjattniiffl LfcSHc 0 . 1 

m 1W1N-HC 1 zmnLXRP5*ft±liz. $BET 

y f- 3 > # "7 >- * -CT 1 4 C z>»8tf Btll 
fS.Lt:. S-fc&^HSvStt (5. GX10- f mol) 

[0572] %f«HK2 : (MBrtJRJKifr&JSCiWaR 

BuieUffi^Jt'ilit L. Jt ft^tt* r iiW M S OTSJB 
U HSt*&»fK (DMEM, 0. 05jug/ml Ins 
ul in, 0 . 1 m g/m lglucose,18. 5 
kBq/ml [ l( C] g 1 u c o s e ) fcSSSlltfc. 
0. 75X1 0 6 eel 1 s/rn 1 fci@ffiSl7t. ttiH 
epG2ifflia*:, 12we I lp latetlra l/w 
e 1 lTtHlt. 5%C0 2, 3 7Xr?-fttS«a (*& 
Jgjg : DMEM, 4 . 5 g/m 1 . $01/3-*, 1 0% 

frs) (d«prs (-) wmmzxiwmL. 
mmz^m £ o . Bmi/wci 1 x-ma t. . 5 % 

C02, 3 7-CT3B$iaigHU:. *»U:P 
BS <-) ft©firC*BI&£ 2 gifci* U *»&fc->fci(HJB 

1 ) irtttUJLfc. WJ1MZX.? y-ii-2. 5m 1 fcj: 
7>'3 3%7KK-ft;* l J , 7A0. 1ml SrJniT 7 0"CT" 1 

Hfy : y'lfyH-f^ : 8t&= 8 0:20: 1 ) HT 

MM*. ffiHWBfla^Xf&feafifcSEU **>ftStffi 
•6*<offl*Stt% ( 3 . ox i o- 5 M) iftibtz. %e> 

[0573] 

[*1 ] 



(68) 
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1 ft£&2 


C 5. 6 x L C* a M) 


( 3. 0 X 1 0" 5 M) 


i 




2 2. 


8 


9 2. 3 


o 
0 


o / c t . - ii.7 : i 


5 3. 


7 


7 6. 2 


rt 

9 


^ r A T _ — )!,T JL 

-2- C3- K J J 7;U^d^ 
f*^7*xjur i /) 'OX 

7 > r 1 ^SIPIK 


C 1 


«j 


6 8. 5 


1 5 


2 - (2 -A**y*r £ y - 


4 0. 


2 


3 4.9 


i a 
I 0 


t — W *X ✓ V /|/ / S 

4 -7jr.Z/lX-?-MVX 


5 7, 


S 


5 1 2 


2 1 


2- C2-n-3T^^7S 


4 1. 


K 


37. 2 


2 2 


2- (2 -n-f^7; > 


3 7. 




36. 0 


3 0 


2- C2. 5-S*M-Wlr7 
* i/'OXTS K) $I$K 


3 8. 


4 


9 1.6 


3 ] 


2- [4 -7^1^-/1/ 
;IT;>) K>X7: K] £ 


9 3. 


7 


5 0.5 


3 3 


2- C c ~jt)\/7 - / — 4 


7 7. 


2 




o b 


f> rc — » _ -» il, -r J. - f], 

-2- C3-7*x;iyaf 
/J/) 7i J^>XTi K] £ 


6 9. 


G . 


q a q 


3 6 


2 — C 2. -7 --;l/7i 

5 - 7aiiL-^f ^y^yX' 

7 5 K> 5£#& 


8 7. 


8 


8 2. 8 


3 7 


2- C2-/f*^7 5 ^-4 


4 1. 


7 


7 8. B 



[0574] 



[*2J 
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(5. 6X 1 C" fl M) 


(3. 0>c J 0" & M) 


1 0 


2 - r2 -7f/l/7; y - 5 


6 9. 9 


8 0. 5 


i i 


2- [2-7^7i/-5 


3 0. 5 


85. 3 


4 2 


2- r2-^^Tiy~5 
- U-fc h'O^i/^x-^ 
) if^M>XT; K] * 


9 2. 5 


54. 7 


d u 


2- CJ2-.***7«y-5 
- ? x x;l/xf — > X T 


7 9. U 


9 7.3 


4 4 


2- (2 -xf^7; y - 5 


S 6. 5 


9 B. 3 


4 5 


2- ^-'JxMUlTlJ- 
T i K) £E§® 


3 7. 6 


95. 0 


4 6 


2- (2-7*^7; y-5 
-• 7 xx;t/X^ x/l^CvXr 


7 9. R 


8 5.7 


4 7 


5 - ^ op- 2 - (4 -O 
$ J^yXTi K) 


7 3.1 


7 7*6 


4 9 


3 - (4 *t-i/~ 
2-7xX/U7E yoxr 


7 5. 2 


DO. b 


5 2 


2— (4 — ^ v />b 4 ^ 
2-7i^./P7^ /OX7 
i Kj -5-t KP+fi^Jft 
#81 


1 Q A 




5 a 


5- ? DD- 2 - C2-7x 
x;U7 5 / 4 -7i^if 


8 4. 1 


6 4. 4 


f) a 


3 - ( 2 - 7 x XA'T 5 / - 
7^ K) -8-*7*l/>* 


5 8. 9 


4 2. 4 



[057 5} 



[«3] 
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■mm fo&Mk a c c mm c%) 

(5. 6x 1 C" e M) 


FAMffi* (90 
(3. Cx 1 <r°M) 


5 6 


5 h*^-2- (2-7 
x-Wi y-4-7i-JU 


7 6. 3 


5 3. 6 


b V 


b-y^;t/-2- (2-7x 

X/bT : 7 - 4 -7j.^X 


7 8, 0 


6 7. 6 


5 9 


3 - CU -7x— 71/7 c / - 


5 b. 1 


8 b. 3 


b 0 


5-7n*-2- (2-7* 


8 2. K 


6 Y. 1 


6 1 


1 - CZ -7x-il/7;V - 
7 2 K) i/fwsWsftil 


3 0. U 


7 0.3 


6 2 


2- [4 - 1 - 

7x^7: y<^7: K 
J S.llfK 


6 7. 4 


7 0. 2 


6 3 


2- [4- (3, 
A,7*-j\,) - 2 -7x-;l 
7 S J < >X7 l K] SJl^S® 


8 0. 7 


£ 7. 0 


6 4 


2- [2-7*-*7; y- 
4- 1 -- f/10 


7 4.1 


B"7. 2 


6 5 


.2- rs-rf ^7*v-4 

- (3. 

A0 ^>X7; K] 


48. 5 


59. 6 


6 6 


2- r2-^f^7^>-5 
- C2-f'J^^if*-;i/} 


47. 8 


7 2. 2 


fi 7 


2- r2-^^^7 5>-5 
- (2-f^7x^x^ 


5 6. 7 


65. 6 


7 4 


N - r2- (2-7x-;P7 

^vXr* K> 'Otfi^/l* 
^>X7i K 


52. 9 


58. 6 



[0576] 



[«4] 
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(5. 6* l C" B M) 


( 3. 0 >: l 0 


(.%) 
-*M) 


7 5 


N- [2 - (2-7x^7 
i y - 4 - 7 i -;j/x^— ;u 

ifcrjl/] - 4- HJ7M*0 


2 6. C 


] 4. 


6 


7 6 


N- [2 - (2-7x^7 
i y - 4 - 7.t ^/l/Xf-Ji/i/ 

iftiJld 7+? h7i K 


87. 5 


6 9. 


4 


7 7 


K- [2 - (2-7x^7 


8 8. I 


8 4. 


9 


7 8 


K- [2 - (2-71^/1/T 

> y-4 -7i-;i/xfx;i/ 


5 9.5 


I 9. 


7 


7 9 


N- L2 - (2-7xi^T 

^yxrs K) x/u 


8 3. 7 


6 4. 


9 


B 0 


N— [2- [4- (3. 3- 
JJjt fvl>7**-;l0 -2-7 
x -;P7x K] 

7 i K 


4 9. 7 


6 7. 


7 


8 I 


N— [2- [ A - (3. 3- 
yjW?fz.A>) -2-7 
^x;U7S /<>X7= Kl 
OM^X 7-feh 
7; K 


2 8. 0 


8 4. 


4 


8 2 


N- C2 - E (2 y*-;u7* 
y) yUP7*-;U] 7x-^ 

] 2-7i-A<7;/-4- 
7x-^^iiK>X7i 


9 I. 9 

K 


6 7. 


2 



[0577] ~ m-Wrf. ( I )'T«**l*«aSc9SW*i75 



(51) Int. CI. 6 W£# FI 

AO IK 31/19 AG IK 31/19 
31/38 31/38 
31/44 31/44 
31/445 6 0 1 31/445 6 0 1 

C 0 7 C 255/58 C 0 7 C 255/58 
311/46 311/46 
311/51 311/51 

C0 7D 213/56 C0 7D 213/56 
213/80 213/80 
295/14 295/14 Z 

333/24 333/24 
333/38 333/38 



if 
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Jtfttt+*KH:**8OT2TB62#5* 



